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[ft*] si 
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[ft*] *oj 

[&mx&jgm] *mmm*w*iEKs i ti 1-210 

[ft*] Sift 

[#ffajMA] 

[3«»B##] 000002934 

[ft*x&**&o Kmm&jiMffi^n 

[f^SAl 

[SKM*^] 100073955 

[ft*X8:*fM IBH^ JS* 
[IftUfcftSA] 

[»J#-t3 100110456 



tftSEW* 11-3079379 
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[J>ffl&m^] 005142 

21.000R 

mmm 1 
[&mmaw&^ 9000053 

9721047 



2 
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O-, -NR 3a -, -S-, -SO-, -S0 2 - -S0 2 NR 3a - -S0 2 
NHCONR 33 -, -S0 2 NHC ( = NH) NR 3a -, -C (= S) 
Ut 2 ] 

R 1 km&*£^LT^T&<fcv^fb*^g£fc&, 5$ 

[<b3] 
0 

'I 7 

C— R 

a*U R 2 &?kffiK^\ T^>;i/S> »^£^bT^T%£v^b*ii»;i;fcte 
fim»5:WbTVxT%J:V^m^a$:^L, X&££-&#, O, S, SO, SOg 
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[|f#^2] - L - 1>\ -O-, -S-, -SO-. -S0 2 -, -CH 2 -, - 
CHOH-, 
lit 4] 

^ CN 

[ft 5] 

\ /OH 

t? & -5 ff#^ l SB*R (Dik&tfoa 

1 mmoit^m. 

[f^lO] RtfzKM*^ n #2jB^ b4®«», fcitfR^itfR^IBSI 

1] (») 2-[ (2-^f;i/7x^V) ~ 7 - [2 - [1 - [[ 

2 - (h'j7 ;i/?rn * ^-;iO ;* - 4 - tr^ u m h * $/] - 

2, 3, 4, 5-fb7t:Fn-lH-2-^>X7if^X 00 2-[(2 
-^f;i/7i-il/) 8- [2- (4-i?DD7iliV) 

4-^'J»]Xb*S/]-2, 3, 4, 5-fh7tFD-lH-2-^> 
XTiftT>> ( i i i) l-(4-tf U *?;i/)-5- Kn*S/-3- [l-(7i-^/^f 

7"nt:M-2,3-i;t Fn-r> k-;k Ov) s-[i- (7x^;i/ 

-4-tf^U - 1 - [3- (7x-iWf;i/) -2,3,4,5— 5=- h5 

2 ffiSE^ 5 ? 1 1-3079379 
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t KD-lH-3-^>X7t*tf>-7-^M-l-^n;V> #3r^A, (v 
) 2- [1- [3- (7x-;^f;i/) -2,3,4,5-fh7t FD-lH-3-/<>X7 

if ^>-7->r;i/] -3- [l- (7x^;^f^/) zfu try-? 

>]7oy^hu;i/, (vi) 3-(7jcn;i/^^;i/)-7- [[2- [l- (^i -;i^-5f- 
ju) i/-MlfM^;i/7 7-M -2,3,4,5-^- h^n Kn -1H- 



tf ^ y :n^;b] j -3- (7:rZL;i^^;i/) -2,3,4,5-5=- h =y 

\L Kn-lH-3-/OXTif fcf>, (viii) 7- [[2- [1- [ (4-^DD7x-;b 
) -4-fcf^y V—M^Mxfr^j -3- (:7 ^=.JV^L^-)V) -2, 

3,4,5-rh7b: Kn - 1H -3-^>XTif If =fc;L<& (ix) 7- [ [2- [1- 
[ (3-^DD7x^;i/) ^^-M-4-^^VP-M^M^jv^—M-3-( 
7x-;Wf;i/)-2,3,4,5-ff7t Fn-lH-3-'<>X71f fcf>£fcli-£*l 

m$mi 2] ^ 

[ft 6] 



&&*:<Di&£ ~ £ ZW^m 1 IE^tf>ft-£%©lg 

[fl^ 13] ^ 
[ft 7] 



(vii) 7- [[2- [1- [ (2-^nn^ai-;i/) -4- 





ffiSE#¥ 11-3079379 



q$5£ 10 — 295488 



-NR 3 S -S-. -SO-, -S0 2 -, -S0 2 NR 3a - -SOgNHC 
ONR 3a -, -S0 2 NHC (=NH) NR 3a -, -C (=S) 
[it 8] 




, t:Kn^$/& ys-,'*. c 1 _ 6 r;i/^r;i/S^^i±c 1 _ 6 T;i/n^r 

[it 9 ] 

0 

C— 0— R 

mm^mLx^x^^^mnm^L. x o, s, so. so 2 i 

fcliNR 4 eld"?, R 4 li. TfriStJif^ y^/b£*fctttf3y£«:^L*tv*TfcJ: 

V^fl:>!Ki?iS£^'ro ) £atU k £ J: mtt^-ft^nMSELT, 0&V^5tf> 

M1S[£^U l<k + m<5T'&£. ] Xm.Zft&it&%!l'ttc.\% J t<Dl&* 

[if #311 4] 5* 

[it 1 0 ] 

(CH 2 ) k -X^. 

l/TV^=fe <fcV^>-&* >3f«:3sU R 2 li2KSR 

7*/ji&. mmmzmLx^x&z^mitfcmm&fritm&mzmisX^ 

xb^^mn^Z^L. X&£g£\ o. s, so, so 2 *fciiNR 4 (r^x* 

4 11-3079379 



#5p 10-295488 
"To ) k^tfrnte^-TtlMLT. 0 V> L 5 GD^ffc*^ U 1< 

[0 0 0 1] 
[0 0 0 2] 

£ LTJI^^tlTV^ (Nature vol. 309, p. 163-165 (1984) ; J. Med. Chem. 
, vol. 35, p. 3081-3084 (1992) ^) „ L7^Lfc#*>, JBEii#tf>*B^i&tC, 
j8 37 Fl/f-U >^#it^©^M^#^t--5i^^^$tlT^S (New En 
gl. J. Med., vol. 333, p. 343-347 (1995) ; Lancet, vol. 346, p. 1433-14 
34 (1995) ; Biochem. Biophys. Res. Commun., vol. 215, p. 555-560 (1995 

) ) o 

£ %$fflm 55-162783. 8-505145. 8-18 

5 ffi^#¥ 1 1-3079379 
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8 5 6 4, • • is±)\> ' MJ -(J.Med. Chem.), 40 

, 2085-2101 (1997), #^£7 — 5 0 0 3 4 1, V^—T)^ • ' 

;i/ • fT ^ 7. V V - (J.Med.Chem.) , 35 , 4344-4361 (1992), 10-502 

9 3 9\z\m*<n^mm&&mmmmfttf&mztiT^2>„ L**Lfc#e>, jig 

J^HOlCte:, #MBg5 5-1 6 2 7 8 3 1C&, j£ 
[ftll] 

OR 3 



O—CHz-CH-CHz-B 

R 2 ■ 

^tU Att5£ : 
[ftl2] 

— NH 





mm. aq^x :7xri;i,gxteT;i/^;i^*ST?©m£:ftWT<fc<, R 5 & 

tfRgte^n^ftiSMT^^l/Sfc^U |iII-X&JI&oTV^<J:V>o ) <Z)fitii 

^ JJUfrtf-um. <£«7;i/=i3r*/S, ^7;i^^;i/;fr3f 7x;^i/S 

6 mSE#¥ 11-3079379 
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[0 0 0 3] 

#^F8- 5 0 5 1 4 5JC&, ^'Jn^Df-f> Ilb/IIIa 
[ftU] 



[ft l 3 ] 





[0 0 0 4] 



ftffl¥-8 - 1 8 8 5 6 4 5$ 
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lit 1 5 ] 

I A [I B ~|~"< R o)« 

(RlO>m 

b v b 2 . By B 4 «5iic^, e*£. «mfcJ:tfg***e>jMRsn 

<SU B r B 2 , B 3 , B 4 ©W4<fct ) 2l}i^iT^St)©i:tl> 

tu-;k tKn^s/, yn/n**/* y^^n**/ 

y^j. figir^/. #;wi^;u # 7$//w J/7-;, ^n, 

= S -e&tltt* B r B 2 . Bgfc^tf B 4 C7)tptf) H0*^lit^ l J ^>§*© 

A r a 2 , A 2 &&z$A A m&yLiz.mm. mm. ^n^^mmt^^mm 

3ft*#, fiU A r A 2 , A 3 fe e fct>*A 4 ©4r©^^< tt; 2fi^lT'$>S : fc 

, t;i/=^;w /M3«&7/i/3M/, t;^— ;k y;^-^ f^arw, r 

i;-;^ 7U-;b7;i/3f;K tKD*^, 7/1/3*2'* 79/1/3*$/, #/l/;tf* 

7$/;w vy J . -hu. x/i/*, = o£j:tf= s **e>3B&3ft*# 

fib, R 10 <3pl«©**« = O*fett= STfe»J ^^^©fc-r*. M-r-^— (L 

) - a, mm. bam* 

^5:#olHfc^A^y n^D^^f > Ilb/IIIa 

£ J: Jfe/.h«*$fe IflS^M £ M -* Z> t. V X mm 3 ti T v * <5 . jlfttftftltr 
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[ft 1 6 ] 



oa 




[0 0 0 5] 

i/V--}-Jl - - *"rJ i/i-Jl • !r$* h U - (J.Med. Chem.) , 40, 2085-2 
101 (1997) tCte, 5£ 
[ft 1 7 ] 



Ilia 

SffifEJB £ <fc Jfa/hSSMfe BE & * S £ L T 3 *l T V * S . 

f-f>IIb/IIIa 
[ft 1 8 ] 



— ±JV • - ^-^-f • >T^* b U- (J.Med. Chem.), 35, 4344-4 

361 (1992) JCtt, T^T^^tl^ft-^^i/^V^^^M^cfctK^^ 




o 
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lit 191 



OCT 



H 



0—5 0 29 3 9 1C&, U 

Ht2 0] 



[0 0 0 6] 
[0 0 0 7] 




[ft2 1] 




1 0 
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[ft 2 2] 

R2 ~^^" L " ( ^ H,n "^ N " R ' 

O-, -NR 3a -, -S-, -SO-, -S0 2 - -S0 2 NR 3a - - SOg 
NHCONR 33 -, -SO z NHC (=NH) NR 3a -, -C (=S) 
[ft 2 3 ] 

R 3a R 3a R 3a 

>=< >=N- R 

£7cii-CONR 3a - (3IT% R 3a fc<fctfR 3b &^;Tl^Mfi£bT, 

i/^Sr^-To ) n & 1 73rM 6 (DMWZB U R«*«I?tfeagM 

£WLTV^%<fcV^ft*ita-e&oT, n ©|g *J ^ LlCfe V^T M&o T V^=b 

<fc<, R^^^^WLT^T^v^ft^Kii^fcau 5£ 

[ft 2 4 ] 
0 

I' 7 
C— R 

MI*£^LT^T*;i:V^iii^£^U X&^£-#, O, S, SO, S 0 £ 

<fcV^ft7fci?iS£^-to ) £atU k£J:tfm&^*i^*afi3iLT, 
^ffc£atU Kk+m<5T'^ a ] t?* $ *i S -££Jg|&-£tt3i*at3£&ft (J£A 
T. ft-£% (I) £BWr&ri:=fe;&.5) i^i^O&fc^&T-S-ffcU 3 CD ft 

1 1 miE#¥ 1 1-3079379 
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[0 0 0 8] 

(1) * 
Ut 2 5 ] 



O-. -NR 33 - -S-, -SO-, "S0 2 -. -S0 2 NR 3a - - S 0 2 

NHCONR 33 -, -S0 2 NHC ( = N H) NR 33 -, -C (=S) -, 
Ht2 6] 

) n&l &V%b6<Z)Mf$C£^L, Rtt^KiSIC^S; 

%«!:<, R 1 ^ifiila?:^LTV^T%J:V^^^:7K^S^fc^i, ^ 
0 

■> r 
— C— R 

ummzmLT^Tb&^-mmmmzBis* x&£!-&#, o, s, so, so 2 

(2) -L-#, -O-, -S-, -SO-, -SO z -, "CH 2 - -CHO 

1 2 ffiliE^^ 11-3079379 
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[it 2 8] 
^ CN 

[ft2 9] 



-e&£i*gB (1) IB*©-ffc^«, 

(3) x#i|g-&#T?k = «= 2T*&£MfiE (1) ffi*©<ffc-£«|, 

(4) X*^-^-#Tk=3. m= lT&Sf&SB (1) ff3*CD<fb-&^ 

(5) X#0. k=2, m= 1 T'&SbosB (1) SB«<ZXfcl^ 

(6) Rtf7kmm*T~$>z>mm cd fB«®<ffc-&4&, 

(7) n#2&^L4©^t§:-e&Sifrfa (1) 3B*©-ffc^«J, 

(8) R 1 ^ggla$:^bTV^T : b«^;V^C 7 _ 16 T^;l,^r;^•X:^^Bf^g3 ( 1 ) IB 

(9) R 2 ^S^S$:^bTV^T ; fe;J:V^C 7 _ 16 T^;l/^r;^«T^€>Bf^gH ( 1 ) IB 

(10) R#7fc0M^\ n#2&V*L4©fflL J; R 1 ^ «fc R 2 ***^^Sr^ 

(11) (i) 2 - [ ( 2 — fjb7i-^) - 7- [2-[l-[[2 - ( 

h y yjvxu* f;i/)7i-M * - 4 - if a; y ^ - ;v] :r h dp $/] - 2 , 3 

, 4, 5-fh7t KO-1 H-2-K>X7t'^>, (ii) 2-[(2-*^ 

;i/^x^;i/) - 8 - [2- [1 - [ (4-^DD7iiji/) -4 -b? 

^»Ji?-Mih^>]-2, 3, 4, 5-fh7kKn-lH-2 -^yXTM 
tf>, (iii) i-(4-tf y i?;p)-5-[i-t Kndr^/-3-[i-(7oi^;i/^^;i/)-4-e^ 
y ^-;i,]^ntf;i/]-2,3-^t Kn-r > K-;k (iv) 3- [1- (7iijWf;i/ 
) -4-tr^y V-M - 1 - [3- C7;c^;b*^;i/) -2,3,4,5-^ he? t Kn 
- 1 H-3-/<>XTif^>-7--r;b]-i-^ny\V > a-^fS/i*. (v) 2- [1 

1 3 fU3If*¥ 1 1-3079379 
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-[3- (7x-;Wf;i/) -2,3,4,5--r-h^t: Fn-lH-3-^>XT^tf> 
_ 7 _^ ;1/ ] _ 3 _ [i_ ^~;H^nif U^^] vn 

M;;k (vi) 3-(7i-^f;i/)-7-[[2-[i- (7i-;i/^f;i/) -4 

-tf^U S>-/1/] Ifil/]Xil/7 7-M -2,3,4,5-fh7t KD-lH-3-^> 
(vii) 7- [[2- [1- [ (2-?UU7*-fr) * -4- If ^ U 
x^;H >c;i/7>f — -3- (7 :nr.;i/*^;i/)-2,3,4,5--r t: Kn 
-lH-3-/<>XT-^tf>, (viii) 7- [[2- [1- [ (4-^DD7ii;i/) 

;v] x;i/7>f-^] -3- — -2,3,4,5 

-fh7tlFn-lH-3-/<>X7t^X %L<li (ix) 7- [ [2- [1- [ (3 

-)DD7i-;i/) -4- tf^y yx;i/]x^-;i/] -3- (7 31 

-;i/^f^)-2,3,4,5-f b5h Ka -lH-3-^OXTif bf>£ fcte^£*l£> 0> 





(12)S 
[ft3 0] 




Ri-Z 1 



(1 3) j£ 
[it 3 1 ] 
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— N R 3a — , -S-, -SO-, -S0 2 -, -S0 2 NR 3a -, -SOgNHC 
ONR 3a - -S0 2 NHC (=NH) NR 3a -, -C (=S) -, 
[ft 3 2] 

v/ 38 W' R3a V= N - R3a 

^ R 3b ■ ^ ^ R 3b * ' 

££&-CONR 3a - R 3a fc<fct5R 3b «-etl^tl^LT, 

$/«£^o ) fcatb, ntel&v^6©^i5r£^L, R&TjcfjtM^ fc&g^ 
«£^bT^T&<fcV\gHbzKifi»-e&oT, n CD^ V jg L IC £ V^M& o T V%T 

[ft 3 3] 
0 

» 8 

C — 0 — R 

(55*, R 8 (*fiSl*S:^LT^Tt;J:V^I:^*$:^-t) XM^tl^m^ 

mmzmLT^Tb&^&mmm&mi'. xu^, o, s, so, so 2 * 

(14)^ 
[ft3 4] 

R "AchJ^- SH 

Tt; J:V^*»3£*^U Xtt^^-, O, S, SO, SO^tiiNR 4 (Zlif 

t" 0 ) £atU k£ ^tfrnte^n^nM^UT, O^vnL 5 CJD^USr^L, 1< 

1 5 ffilE#¥ 11-3079379 
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(i 5) tufa (i) mm<D^m^M^xt^m.mmm.m. 

(i e) tula (i) um^i^m^^^xr^mm^^m. 

(i 7) mnmmT*&2>mm u 6) mm<z>m&£.{&&n. 

(i s) mffiftMfemm-v&zmn mmomm&vimM. 

d9) flE3^ic^t5<^m©^R& • mmnx'&zmwi a 6) sa*©$^£te*i 

[0 0 0 9] 

i) /M3;f>JiC^- 7;i/tn, *n;H90 , (iii) -bnS, (iv) %/ 

yjm. w nKn^M, (vi) /\o>f>ffc£nTv^ : fo<fcv^my;i' :: i3 i 

S/*, (vii) T^y*. (viii) J fr^frT S S & (M*^ 

), (ix) ®»T/b*^/T^ ^» t^^T^, i?xf^7^ 

f*^*y;») » (xD M7;^;v-^jM-^t5; 
y;i/*;i/-#;i/tf-;i/T^ > (xii) r^*;^-^**^^ (xH 

y > (xiv) j;-isi7;i/^75;-AM-M 

c^y^/i/rs J W) , (xv) <s^r 

;i/T ^ / , tf ;i/7.;i/^-;i/T ^ / ^© c ^y ;i/*;i/x;i^-;vy 

) , (xvi) <gg^r;i/=i^i/-^;i/^-;i/* (ffiia.au * h 3^ x 

1 6 11-3079379 
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T;i/ndrt/-*;i/#-;ba^) , (xvii) % fytf* i/ (xviii) 
JVtf-Jl^iDC^rjlirJb-tUltf-jvm^) „ (xix) #;w^>f;i/S, (xx 

;i/3f;i/-:ft;i/A^-f;i/S#) , (xxi) ^-<smT;i/^r;i/-^;i/A^>r;i/a (« 
^j;i/A^-r;i/«^) % (xxii) {smr;!/^;!/-^^-^^^;!;!/^ («ah 

, (xxiii) ^^i/A^E-f (xxiv) - 

^-C^gT^^r^-^^-*;!//^^;!/^) , (xxv) V-m,MTJi*;v-?-* 

/Htanf-c^y , (xxvi) -7x.-)\,m im. 

(xxvi) 3£{c, «i{f, &m.Y)\s*)\s (#g*.HU x*-/i/ 

^^©c^T/i/^i/*) , (gar;i/=i^s/ (iin *h3f$/, mh^s/ 

tert-^h^^OC^gTAn^rS/^) % J\U>f> (Mill 7J\s7tU. ? U Jl 

, iWU, yn^;b7i* y^c^y-c^gy;^;^^ , ^-<g 

1— b 

^^^^/K-^^^c^gT;!/^;!/-^;!/^*-;!/^ 

[0010] 

1 7 11-3079379 
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H3fi©An^> (Mx.il 7/i/*a. ^a;i/f) ^It^tt) <fcw|g®fcy 
(ffliUl m^;K yntf;w >fy^otT;w y^;K sec-y 

;k b'J7^D^f^, x^;k 2-^n=Exf;K 2, 2, 2-hU7;i/^ 
nif;i/, y°Dtf;w 3, 3, 3- hU7;i/^D^nif;i/, >fyynt?;K ^ 

;]/, 4, 4, 4 - h U 7;b7rny*^;V, ^V^f;K sec-:/?-;K tert-y*^;i/ 

-fy< 5, 5, 5-b'j7;i/tD/<>f;i/ 

6, 6, 6 - h v y;i/^n^\drS/;i/^**Mv>^tiSo 
[0011] 

1 75M3M©AD^f> (ffl;LH 7/l/*n, *n;i/^0 fc^bTV^fccfcV^a 
7;V3^i/a (#!;U1 *h3f^ Xh3f$/, y"D3K^rSy, y y*D7K3f n 
-^b^. <4VfV*rS/. sec-yh^rt/, tert-^h^r^/^CDC^gT^n^r i/ 

hU7MD^h^f^ Ih^i/, 2, 2, 2-b'j7;i/tnih^r^ n - y° 
Otf^X >fV^n;K^^, n-y>3fS>\ 4, 4, 4-h'J7;i/tD7*h^i/ 
^V7*^i/, sec-y^^, s<y?;V#*c*/. /\3r #2/ SWBV* 

[0 0 12] 

mr^^m (Mill *?-;k ^d^;k -fyyab?;iA se 

c -y^;K t ert-y^;b, ^^e/^cDCj.gT;!/^;^^) , <£3&7 

(fflx.il ^h^S/, xh3f*/. 7'a^^ -fV7°n^i/, n- 

y"h=¥^\ >fy7*b^ri/, sec-7*h^$/. tert-y* b *ri/^<D C^qTJI^i =^>g 

^) , KUtfym* (0&itH yjVTtu, tru^m . tiKn^S/S. T^;i 
, ^y-iirM^r^l (ffl^.il ^^r^y. x^;i,T^y> y*nt? 

1 8 mfE# ¥ 11-3079379 
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[0013] 

(D *^;k x^;i\ ^n^, y^n^ zf^-)v 

. ^fV/f^ tert-^;b, sec-^;i/, ^^rt/^l/^CDCj.gT;!/^ 

(2) yjvtr-jim tf^;i/. 7V;k >fy^D^, ;k >f 

(3) y (^iil ^"oa^^;!/, x^-^, i-/\*S/ 
-;i/f©c 2 „ 6 7;i/^^;Hf) % 

(5) .3E*«^®»»^I«<fc7K*S tfS/^n [3.2.1] ;**h-2 
--r;i/, tfi/^n [3.3.1] y>-2-^r;w t^t>^>- l ->f 
*SR^C 8 _ 14 tt*d#tf;;*c3Rg) . 

(6) (Mxtf, -7ai^;K l -t7f ;k tr~7x- 
;K 2->f>^-;b, 2-7>^'J;i/f©C 6 _ 14 7'J-M^ #*U<tt7x 

(7) T^;i/^r;i/« (Mill 'O^, ^ji-;i/x^;k 7i-^7"n^, 

tfy7i-Mf^ 7 x n ;i/ x ^ ;i/ ^ (D *; 7 x - ;v - c x _ 3 7 ;p * jv S# ) 

(8) 7U-^-7M-;H (Mx_k£*^y;K 4-7ii;i/- 

1 9 ffiffE#¥ 1 1-3079379 



ijf 5£ 10—295488 

2 -t/^— ;k 4 -7i-a- 3 -y^— ;i/-c 2 _ 12 r;v^ — 

^® C 6-14 71J_;1/_C 2-12 r;1/>?r - ;1/ *^ ) * 

(9) 7U-;i/-C H2 7;^-iH ^x^fl/X^n;]/, 3-7x^ 

2 -^n bfr.;i/, 3 -7x-ib- i -^"atm;^© 7i- ;p-c 2 _ 12 t;v 
3f-;i/^gcDC 6 _ 14 7y -;i/-c 2 _ 12 r;i/^-;v«^) > 

(10) s/?D7*^-ftll7^^i (#Utf> .^n^ntf^^K 

;k s/^n'O-f-^/'v^J/^ ^ a^^f S/;!/^ ^;i/^<z>c 3 _ 7 ^# D7M 
;b_c i-6 7;1/ ^ ;1/ * ) * 

(11) 7'j- i ii/-7 , J-^-c W0 7Wi (Mx.«tf^x-;i/^^;i/, tf^ 

[0 0 14] 
[0 0 15] 

j fcLTfcJu (i) WfyWL* (MAtf, V^itU, ^D^) , (ii) -h 

ni, (iii) i/7;i, (iv) t^pvl, (v) tKn^>>i, (vi) /\n>f> 
fbStuTv^fcivxfiiRT^/i/as (ffilAtf. *^;k ^Dif;i/. >r v 

2 0 ffi5E4#¥ 1 1-3079379 



#3£ 10-295488 



^nt°;i/. -fy^;i/. tert-:/^;!/, sec-^^K 

;k h'Ji'Dn^fM) (vii) /\u^fyit^tiX^X%^^i&m7J\y^^iy 
* (iAil ^h^rS/, :JLh=5f£/, n--7u\£)\,Jt*i/. i - 7 U ¥ )Vit * is . 
n -^A^^f -?)\>*Uy\ h3f*A h U * D n y\ V , (viii) 

:/ntf;i/^#\ h'J7MD^fMtf) , (ix) 7$;i, (x) ^ 

$ jmo^J -c^gT^^^r^ . (xi) ^-{g$£7;i/3r;i/7^ys 

) , (xii) M^tf^SiM^-i: l M<Z)^M^^{c^ilM^ ^M^-fe«fctF 
Ef^tMd^fr £>igi£*i5 'v-r a M^l: 1 Jb^. 3 L T v>T «k ^ 5 #M 7 
^T^y* IfDUi/V, fcf^US/V, tf^^i/V. 

^^■J;^) . (xiii) isar;i/^;i/-^;i/^-;i/T^ (M;ttf, T-fe^ 
;i/T^y*^) . (xiv) {&my)V3r;i*;ijH—jv7$ ;i (#fx.Ji, 

y 21*50 , (xv) ®M7)\su*ci/-j3)\,TK-)] / m ^ h3f >>;*7;b3tf-;i, 

, a: h^t/^j;i//K-;K ^"n ;K3f ;i/tf-JV^(D C ^gT^zi 3f 

jvmm . (xvi) (xvii) <Bi7;i/^;i/-*;b^-;i/i (M 

JV*rJV-3})Vtf-;vmm) , (xviii) itj;iA=E>( Jim. (xix) ^ 7 -<£s&y;i/ 

^ J -c^rjv^jv-^^^^jvmm) , (xx) ^-{gm7;i/3r;i/-#;wi 
6 7 ;ix^r;i/-^7 ;wt=E>f , (xxi) <gm7;b=3f;i/x;i/*n;i^ 

% (xxii) i&m7 jvu^-i/ - ?v^-)V-i&m.7 (M 

2 1 ffiSE#32 11-307 
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^^-;b^©c 1 _ 6 T;i/=i^e/-^;i/^-;v-c 1 _ 6 T;i/^;i'S^) . 
(xxiii) ji)v#*i/fl/-feffl.T)v*;im #;i/3K*t/;i/*^;K 

;i/^^sf) . (xxiv) mWk^ztHsT^x&k^mm^ (xxv) c 6 _ 14 t 
u-;i/S -j-^/i/SO . (xxvi) c 7 _ 16 y^;i/=¥;i/X ( 

0IJiH ^>^>MgO v (xxvii) g#|SS:WbT^T : ki:V>'7l/-f F* (M* 

tfWK, 3-7i-^WF, 3- 

(^MD^i-^^U^fK, 3-(2-^f^7x-^)9MF, 3-(4-*b3r 
$/^oiX;i/)^ l/>f h\ 3-(2,4-^7;WD7i-;i/)'?l/>f F, 3-[3,5-lfX(h 

'j7MD^f;i/)7i-;i/]'?i/-fF, 3-/<>i;;i/7i/>f F, 3-(i-*-:7 

WF, 3-(2-tf7x-U;i/)»7 U>f K30 > (xxviii) MgSfe^bT^TfeJ: 

v^rt"? K36 (09* tf, ft7HF, 3-^f^*7WF, 3-x^/]/^ 
t7l/-f F, 3-7i-W)WF, 3-(4->';i/^ci^3in;i/)^^- 1 7 l^^f F, 
3-(4-^^;i/7ocx;i/)^^-i7 F, 3- (4-* Y^-ly-y ^—)^)^-^"0 l/>f K, 3- 
(2,4-i/^nD7i-;i/)f t7 F. M> } ;^*7WF, 3-(l-f-7^ 
;i/)f^-7KFf) , (xxix) mM^M\^X\^X^^r^V (0!I*fc£ 

7, N^-^x^r^ N^^^-N^aix^/T^ ^V, N 1 ,N 1 -^(4-x 

b07x^)7^>Vf) , (xxx) fi^fc^LT^T^V^r-^VS ( 

09* z-*^)\sfy-v j . 3,3-^x 

3-fr*fT — V J*#) > (xxxi) g^fc^bTV^^v^^y^ y ;fr;i,3tfx;i/ 

£ (09*tf, trnu s;y *^/3Kx^/, (4-^^;i/tr^u 
) # ;i/#-;k (4-7 x -jv tr-* u ) ij ;i/jK-;k (4-^ > u y 

;i/)tf^u ^V] ^;i//Kx;k (4-^5 1 ;i/tf^^^V)*;i/^-;K (4-7x-ji/t 

^5i/V)^;i/^x;i/, [4-(4-- h n 7 x 5? ; ] * (4-^> 

2 2 ffiSE^^ 1 1-3079379 
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J],m „ (xxxii) fi&g£^LT^Tfci^7^ y^^-^^/K^;!/^ (Mittf 
, (xxxii i) g^fc^LTV^^J^T^ 7 (fllx 
) , (xxxiv) gglS$:^'LT^^T : b<I:^^7I-;^x;l/J^^n;^r^ y ^ (MxJi 
o ;b7 ^ (2,5-i?^n n 7i-;i/)7.;i/3ix^;i/75 y , (4- 

T^y, (4-r. Na7x-;i/)7i-;i/x;i/*-;i/7^ 7^0 , (xxxv) >^;i/^s 

, (xxxvi) ^;i/7-f;l, (xxxvii) X ;i< :7 ;r 7 3S, (xxxviii) C^T;!/^ ;i/ 

(M*.tf, x^i/^i/Tfc, tf;i/x;i/>i>^) , (xxxi 

x) c 1 _ 6 T)\s*rJ\/*j]s-7>( J M (09*. & ^f^7^^7^;, if;w;i/7-f ; 
, zfu ¥;i?.)V7j j W) , (xxxx) c H 7^^p;i/7;i/7x;a (MAtf, ;* 
v-juxfryaij * x^;i/x;i/7;r7, % (xxxxi) 

(xxxxii) i/C^QTJlzHri/THxfcVlvm (fflx.lt. 2? * h 3f $/ sfc 

3ft V;k ^xN^ri/jix^TiNy ^'7'd^^*7x!}-n u;i/#) . (xxxxi ii) 

h^rS/, x h*r$> Ndr^, tert-:/ h 3f i/jjfrtf—JV* h 3f ;* 

b3fS/#;i/3j€-;i/x h^r^, ^ h^r->^;i/7Kx;i/ (£/*^;i/) ^ hdp^, xh3f 
(^*^-;p) * h3f^> tert-y h^j/^^df— ^ (^^^;i/) * 

h^^^OC^gT^n^riy-^^yK— ^-Cj.gT^n^ri/^) % (xxxxiv) ft 

jitf3ri/;\s-i&ffi.T)izi3ri/m (Mill h*ci/. #;nK3r£/;v 

3fS/3S*) , (xxxxv) {S^r;i/^;i/-^^-^;b^x;i/S 

-^■tfjbAaK— s (xxxxvi) ^l/Z^^f (xxxxvii) =£J-fe 

-C^gT^^r^-^^-^A/t^-r;!/*^) , (xxxxviii) ^-{£jf&7;i/=*;b- 

2 3 ffifE#¥ 1 1-3079379 
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[0 0 16] 

lata mmm^^x^x^b &^&mmMi & mmn^i tuttt mx\& 
, mmm*. mmm*&&Tf&mm*frbmtttiz^vm* intern (#* 

L<ttl#M4{0) £-£fr5#Ml 4M3PI (#«^* fcti 2 

mm^mmnhxit. t°u^>, tf^>, tru^^>. >r^#*y-;K y 

^tf^e/i/sfcy^ tra-/i/, t?^i/-;w 1, 2, 3-hUT!/-;w 

-;k *3^/y^>, a- 3Mf-'s?y ^t^/-;k fr^J^x fry 

^ ^ h ^ y _ J$LSf 55«3R«t** & tK^M^- $:lli*UTT'§5»f^ 

2^^^»i:bT», >f>F-;K ^fcFa>f;/F-;K -fv-f 

7tKn>fy*;yx rh7t KD-lH-l-/<>X7t*t:>, h ^ t: FD-1H- 

u*rj*vvy. soWTtz-v-y. 'Ov^tf^v-;^ *yV*7Vy. A 
r^u^>> tfnn3fyy>. tran^>F-;x b^f > F— ;k w 

2 4 tBaiE^^ 1 1-3079379 
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[001 7] 

;\u>fy (fflX\%. yjbytu. ?u)im , (ii) -hn, (iii) */7;, (i 
v) tf*y. (v) tKn^rS/, (vi) ii7^^;i/ («iL«, x^;i/, 
ynnVK >fy^n.tr^ y*^;w jvzff-jv* ten-^jv. sec-zf^-jvmo 

C^gT;!/^;^) (vii) {BftT^n**/ («;Ui, *h3r$/, ib^PS/, n- 
^"n tf;i/^-4r^ i -7°n tf;i/^-^ri/, n -^^l/rt^rS/^CDC^gT;!/:^ 

^) , (viii) {&m.TJV*)i?-* (iiii -fu^jv 
^^■^(DC^QTJv^ji^Ttm) . (ix) r^y, (x) ^y-ffi^r^;!//? 
J (iiH ^^-;br^y. o:^;i/T^y, ^U^frTS. ;m<D=EJ -C^gT 
jv^jits. jm) , (xi) ^-{gMT;i/^;PT^ y ^*^;i/y^y 
. yx^/bTsy^a^-^^r/i/^/bTSySSO , (xii) m%.\i8&tkttn 

M^Z 1 #M3MLT^T%J^ 5 73^7J|?m7$ ^ If D U 

, ^'JS?;, WS?A ^M'JA f^=EM>j;f) „ (xiii) fiir 

?vjiT$ ;^©c 1 _ 6 7^;i/-*;i/))C-;i/7^ jm) , (xiv) {g^T;i/^;i/ 
^;1//Jn^;1/T5 7 (iiH *$-j]/X)Vft=. jit ^ J ^jv^jv^—j^y ^ j 
^©Cj.gT^/*^/-*^— y^o , (xv) itr^n^ri/-^;^^ 

^©c 1 _ 6 r/i/:3 3fS/-3&;i/3Kx/i'A80 , (xvi) ^ji^^-i/jv, (xvii) (g^r 

^;^-;i/t0C H 7;i/=3r;i/-^;i//K-;i/f) , (xviii) #;w^>f;K (xi 
x) -4&ffiT)\s*rJVjj)VA=E4 Jl (ffljUZ. * 3^ ;b # ; w? ^ >f ;k x^;i/# 
iwt^^f ; -Cj.^;^;^^^^;^ ) , (xx) v-fcffliT ji* 

2 5 ffifE4#¥ 11-307 
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*^;i/*;i/*x;K x^;i^;i/*x;k ^De;^;^-;^ ©c^g?;^;!/ 
>Ub*-;i,^0 , (xxii) mkyft^ft-?**^-^ (09*. 

, (xxiii) mrljfr}\ftfr&. (xxiv) =E7-<S« 

1— b 

A^^ftm v^ftttijftrt^ ft* ft?- 4 ft* 

a> *j-c l _ Q yft*ft-?-**ftK : z<<ft& i $') m-frbm&frrcijbmsmtfm 

[0 0 18] 

j tbTf^Ktt, 7M3$*>#^ KUtfyftZftT^Tlb^C^Tft* 

jm mz-i** bfnv^v, wjvj* v^vj. =e^'j;, 

ij , C^T ft^*^ ~* ft*-*- )]/ ^ *^/5K^2/-n/-C 

l~b 

75*;;^) , g^S (#* t < ttC ^rft^rft*) fe^bT^T* £v*tt* 
9R££ («F* b<W>fS ^*yU-;i/S) . 7xx;i/^;i/7}Nx;i/T^y*. c i-6 7 
^3*5/-* ft*-* - C ^gT ;v 3 * 2/36, 2/ * - C * =3 * 

[0 0 19] 

[ft 3 5 ] 
0 

I' 7 

— C— R 

2 6 11-3079379 
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* («^.ti ^ntf;K -f y^ntr^/, >fy^, 

[0 0 2 0] 

R 1 ttt^ib<ii, tti^eti. stuffy. /^□>^fXb$tlTv^T : fo<fcv^c 1 
Fn=F L<{iC 1 _ 6 T;i/^;i/^) &3&LTV*T%J:VW 

[0 0 2 1] 
R la £ 

0 

11 8 

C — 0 — R 

[0022] 

R 2 T^£*l& ty*/fr&i fcUTtt, 5£: - (C = 0) -R 5 , - ( 

C=S) -R 5 . -S0 2 -R 5 , -SO-R 5 , - (C = 0) NR 5 R 6 , - (C = 
S) NR 5 R 6 - (C = 0) 0-R 5 &feiZ- (C=S) O-R 5 [sfcifi, R 5 feJ: 
tfR 6 te^n^4l|^-££li||&oT, (i) jfclRjK^ (ii) ggl^fc^L^ 

x*j£^mit7kmm£fciz (no m^&^m lx^x % ^^mmmmzm^fr 

2 7 mSE#¥ 11-3079379 
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Z<D?*>ft*ls<&> - (C = 0) -R 5 . -S0 2 -R 5 . -SO-R 5 , - ( 
C = 0) NR 5 R 6 £fc&- (C = 0) O-R 5 (R 5 fcJ:t>*R 6 ttB5fE£|f>!Sa$: 
at-T) fc7^=fe>- (C = 0) -R 5 {R 5 ltmmtmMm^-t) ##&C 

[0 0 2 3] 

R 5 ^R 6 ^T-^^ti^> rmnmz^ isx^r&z \>^^mmmi ti^xit. 

^(K^um** 1 73rM3M£^£bTV>Tt><I^ 5 72^9 K b < & 5 

[ft3 7] 

~0 ~~\Z) ~ n O nh — n CD p . 

-O. -O , ^Qh 

g^fc^bTv^fc J: v finals j © rft^j fcpttfKofcotfJBv^tiS. 

[0 0 2 4] 

fffiBR 2 -e^£*i£ rrs/zi/Hj tut, SF*u<tt, An^f> 
'fb^4^•tv^T=bJ:v^c 1 _ 6 7;^^;^-^;^^-^ r-fe^;K b'J7^ 

^^Tjfn;!., 7'J;i/A;^-^)^ C 6 _ 14 T U 

2 8 ffifE#¥ 11-3079379 
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(#g, x>!/>f/i,, i-t7b>f^ 2-t7h>f;i/f) , c 7-i6 T 
} ^ c 6-io r u (#9, s<yi£y*)i*-)i. hii^y^n* 

[0 0 2 5] 
[0 0 2 6] 

\*uwkm%:m^x^x^z:\^mmmitm^hti. se>ic*?*u<», ao^> 

_ 6 T;i/n^^> gg|« L<»C 1 _ 6 T;i/^;i/#) fc^LTv*T*>j:vw$ 
[0 0 2 7] 

xiiat-^, o. s, so, so 2 itaNR 4 ^u z.zlx\ 

m*. 7^fr££t~izmmmzmLx^x&£^mt7kmm*B'? 0 r 4 t^$ 

2 9 ffi$E#¥ 11-3079379 
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[0 0 2 8] 

-L-tt-O-, -NR 3a -. -S-, -SO-, -SO r , -S0 2 NR 3a 
-S0 2 NHCONR 3a ~, -S0 2 NHC ( = N H) NR 3a ~, ~C (= S 

) 

Ht3 8] 



R 



££&-CONR 3a -£*l- R 3a ^3J:^R 3b «^tl^4x^5iLT, 
nri<**/« ) fcjgst. R 3a fe<fc^R 3b ^bTtj:, S/7;& KKd* 



-L-tlTtt, -O-. -NHCO-, -S-, -SO-. "S0 2 
-S0 2 NH-, -S0 2 NHCONH- -SOgNHC ( = NH) NH- 

% — C H2 ^ 
Ut 3 9 ] 

v* v^ 3 W" >= N ^ OH 

-CONH-##*b<J8Vxe>*U «fc'J#£b<te> -o-. -s-. -so- 
„ -S0 2 -. -CHOH-, ~CH 2 - 
Wfc4 0] 



>=<: . >- 
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[0 0 2 9] 

-L a -tt-NR 3a -. -S-, -SO-, -S0 2 -, -S0 2 NR 3a -, - 
S0 2 NHCONR 3a - -S0 2 NHC ( = N H) NR 3a -, -C (=S) 
[ft4 1] 




T=fo<fcV> 0 

[0 0 3 0] 

kfe^CJfmtt-etl-rtl^jSLT, 073rM5©^£^U l<k + m<5T& 
S„ #£L<&, k+m=4t^ij, <fc'J#£L<&, (1) k = m=2 (2) 
k = 3 from = 1 (3) k= 2 from = 0 &t=.l$ (4 ) k = 2^om=lt^ 
. fc^-efc, (1) k=m=2£fcte (2) k = 3^om=UWtH\ 

nl±l^M6©^T^y, #£b<tel#S4, J: U b < & 2 M4 T* 

[0 0 3 1] 

r&, y^mm^t^tmm^mLx^x^^^m^mmx&^x. nam 

[0 0 3 2] 

(I) ^fcttfOttlTtt, (1) 2-[ (2 -**frZ7 3L=.M * 

3 1 ffiIE#^ 1 1-3079379 
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^ ;1/ ]_ 7 _[2-[l-[[2- ( h D 7^0^fM7i^] - 4 - tf 

/<y*;-Mlhdf^]-2 f 3, 4, 5-fK7tFD-lH-2-^>X7t" 
(2) 2 - [ (2-^^;i/TocZi;i/) *^;i/]-8-[2- [1- [ (4- ? n 
D7i-^) >lf^]-4-fcr^'jy-^]lh*S/]-2, 3, 4, 5-f b7 
HFD- lH-2-^>X7iftf>, (3) l-(4-bfU^;i/)-5-[l-H Fn*S/-3 

-[i-(7o:~;i/^^;i/)-4-if^u^-;i/]^ntf;i/]-2,3-s;b: Fn-f > F-;k ( 
4) 3_[i_ -4-tf^u 1 - [3- (7i-;i/^f 

;V) -2,3,4,5-^r h^t: KD-1 H -3- *>XT1? tf > -7- -f M ~ 1- ^ d 
/AV> tf^A, (5) 2- [1- [3- (7 ai-;V^^J]y) -2,3,4,5— r" F^ t: 
Kn-lH-3-/OXTiflf>-7--f;i/]-3- [1- (7ri;V^f^) -4-fcT 

/<uy-M7 , nifyr>] , 7n;-h , JM (6) 3- (7 *—)v*7-;i)-7- [[ 

2- [1- -4-tf^U ;i/]rc^;i/] 7,^7-7 — M -2,3,4,5 

_ f h5KFn _ 1H -3-^>X7^^X (7) 7- [[2- [1- [ 
-t-;!,) -4- tf^U V=-JV]^M Xfl/-7 4—M -3- (7 zl-JI 

^)-2,3 > 4 l 5-fh5t Fn-lH-3-^>XTiftf>, (8) 7-[[2-[l-[ 

(4- ^ n □ ^ -4- if ^ U x^;i/] 7 -r -3- ( 

7x^l/^f^-2,3,4,5-fh7tKD-lH-3-K>X7f^X % b < 

(9)7-[ [2- [l- [ (3-^nn7x^;i/) -4-tr V—M 

-3- (7i-Wf^) -2,3,4,5—r- Kn-lH-3-'<>X 

_ 7 _ [ 2 - [l - [ [2- (bU7;WD^f;i/) 7x-;i/] 

] _4_^iji;-;i/] Xh^ri/] -2, 3, 4, 5-fh7t KO-1H-2 
[0 0 3 3] 

3 2 miE^ 5 ! 2 11-3079379 



#i£ 10 — 295488 

[0 0 3 4] 

j^Toawett-^tc-ffc^ (i) tmifa-tz. 

#XgT?M^E>*lS5£ (II), (Ill), (Ila), (IVa), (Va), (Via) 
, (Vila), (Villa), (iXa), (Xa), (XIa), (lib), (IVb), (VIb), (VI 
lb), (VHIb), (IXb), (Xb), (He), (Vc), (Vic), (Hd), (IVd), (V 
Id), (Vlld), (VHId), (He), (IVe), (Ve), (Ilf), (Vf), (Ilg), (IVg), ( 
Vg), (Ilh), (IVh), (Vh), (Hi), (Vi), (Vj), (Ilj), (Vk), (Ilk), (Urn), ( 
Vm), (Vim), (Vlllm), (lee), (IVee), (Iff), (Igg), (IVgg), (Ihh), (IVhh) 
. (Iii), (Ijj), (Ikk)£<fctf (Imm)^£;ft&ft^£ ^xtt, ^ft^it^U 

S ic zl ft e> (Dik&s&a £ & © j& ttzKfP**e& o T fc*R*fnfcT?& o T % J; 

[0 0 3 5] 

(i) nzxHt-km (i) ©»{5iJcews«-xsT?©^ft (m 

5£ (lee) , (Iff) , (Ig g ) , (Ihh) , (Iii) , (Ijj) , (ikk) £«fctf 
(Imm) -e^SnS-fb^ifettft-^ift (I) fC^3*l&„ 

#$&i»<ZMfc£& (I) J: tpH#«, ^JUSfr, fi#JM£# 

3 3 miE#¥ 1 1-3079379 
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[0 0 3 6] 

ttfX'g&^ft T'feH^n® ^©T^Mv^-s 3. «^b^K^?§ 

Ji^Ar^ K, N, N-^'^f ^^^7 5 K, N, N-5?^Wth7§ 
>\ AWf^^y^h'JT^K^) . fl/7^1 3- 

a j — jv> t-^;-;i/f) , (7th-h';;K T/ntr*n 

fcL ^ V*)\s\Zttl>TMnffiO. 5ml7^^10 0mU #*b<&*&3 

■l»S»3 0il-e»6. mv^**«E©as^cJ:»;*«!«« 5 . 

3 4 ffi$E#¥ 11-3079379 
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[0 0 3 7] 

U^A, R»'Jf^A, TKBHfcAU*/*, 7K*-ffc*U9A, 

3£# AMiS * <£ tf JRM&JS fct, ti e £ £ fttcip C 3 #a (C 

«k l J^ft>tl-5o JlttftftCte, ^Df^f-f^ *f)\s-Zf* >r > 

i/ZslZi/Z* (Protective groups in Organic Synthesis; John Wiley & Sons, 
INC.) fB<fi©#8u MA £LT&. MAIM, mftft 

[0 0 3 8] 
l ) ( I ) 55 



[ft 4 2] 




3 5 
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[5**, #iE^&iafH£IWt^£^i-o ] -ess S*i (JS*T, (I 
I) £B&^-t£r £&&£) sfcfe&^o&i:, 
r^z 1 (in) 

C^cfJ, Z^BMKS&^U R 1 tefufE£:I^Sii£^'ro ] Tf^ft&fc'&fe ( 
£*T, ft-^ (III) tWtSIiltfeS) * l± ^ IC J: 

^-^>>, b u ^;i/^-n^ k***/^) , 

ff. ^nA, 3-F^O gtfff*L<ffl^g>*i&. 

[0 0 3 9] 

(I I) fcfl^fc (I I I) <DM&Rfc<D&m£.VT&* m7L\Zx.*J 

ot^m&ji 2 o o c@^-e&-g>o s^s^raii, ^siiay^s^ 

ft^ft (III) lc*fbT. *&i^4BM*&3a*^#*bv^ 0 £*>lc, & 
gCffiDTfl^fl* (I I I) JCjtfLT«#*03tfrtrtfc'&4& («itf39ftth 

[0 0 4 0] 

JRfsHt^* (ill) *fett*©tfitt, ^ti&fa&ft zwzztucm 



tBliE#¥ 11-3079379 
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[0 04 1] 

i-i) mmt&m (i i) <do%. -h-tf-o-nzb&it^m (i i a 

X@ (a a) i& (IVa) [sfcifj, ^m^lZmmt. firSlfc&a*-*-. ] T?*Stl 
Z>iti$m (JS*T. (IVa) fc«M»-r*ifc*>&S) £5$ (Va) C^rfi 

] («T, ffc^fe (Va) ilHg^i-^r h=fc&£) <DM& 

It (ab) :5£ (Via) [5£*> W%7^;l0riSS:, ^©ffiOfS^ 

tti&ffifcKSiSi&^-r. ] (jkt, ffc-&« (vi a) iiB&^-r 

ert^s) ©Bt««sjcs«:, JBtftfr^rfctcfc*;, it&m (i i a) %«[jg 

Mjfcj^ i-i 



[0 0 4 2] 

X® (a a) iCfcVNT, (IVa) (Va) J: y 

, -ft-^* (Via) fcSHJTf 

tctt, MAH S*3£&^LTv^%J:v*c 1 _ 6 7;i/*;i/-:&;i/3K 



[ft 4 3] 




3 7 



itJ|iE#^ 11-3079379 



V it 

Sftsf. 10 — 295488 
TtiJ:V«**lJ &«v^»^© rg^j /M3>f> 

«V*e>*l*. iX.ll /ND^®^ (MxJl Z?U2*. 3~K^) L/Vn 



fls-&« (IV a) £>fb-£% (Va) ©a8-&£J£tt. ^JiH it&& (ID i: 

(iii) (Dm&fcmzmmKfio z-ttfT*gz> 0 mxj*n 
, N-^^^;i/^;i/i>r^ Mint, m«li* , J'?^ tK 

(Va) lC*fUT, *&lS*7!rM*&3^*^*UV^ 0 

. Med. Chem.) , 40, 1779-1788 (1997), V>fcMfBgH8 5 8 - 208289^ IC|E« 
[0 0 4 3] 

X@ (ab) ICfcV^, (VI a) &HB#«iRj£K:ftf U W 1 *:!^^ 

SifctCfcU, fb'&W (I I a) £«3§-r*;i 

Mx.ll *b-£«& (Via) &Sfc (ix.«Si, ffitt. 

JUfczteSfik atffRfik »3*3RIM90 tfett, r;i/rtu 

(M*tf7k®Hb^hU ^A, *»ib*y^A, zKBMfcU^tfiO 

3 8 £tJSE#¥ 1 1-3079379 



#^ 10 — 295488 



ftoz.htfT*&2> 0 mmtt-iti&mv&mm*. (vi a) izmlt. m 
i Tbmm 100 mm. t&itL< itm 1 nmm^ o ^*t-&£o wt& fciz&m 

1 2£!5feT*&£o ^JSBiflSJtt, &J&fil£K:fcJ:Stf, j£«?*& 1 l$H73rM*& 4 8 B£ 
»*U<ttil©2*ia72r^#&2 4l©|SIjga[T?*« 

It&m (VI a) rt^i??2*-Mm. -v>T 

* few 1 ** t h * isiuvtf-jimom^ «*. tf 2,6-;i/^ ^> * h y m 
^;uT^>©<te)^S^^fc«H.MT^ >©#^T. #Ix.tfby *^;i/^y;i/ 
-b y -7;v>tu* k h yif^s/U^-h y ^;i/^-n^ 

h y T;i^;i^>y y 7;i/;rn* hS§##;£fflvNT. Bft«»-f 

H Jru* fyxjvfc*- ^i:2,6-;l/5 : •^>$:Mv^s^^7bW^ bv^ 

[0 04 4] 

X5g (a a) tf>M£Hfc£-#f (IV a) £ J^T©£J55£ 1 

-2icj:y^-r^>3i:^"e#<5„ 

ii(ac) (viu) [^cf , w 2 & 7 x j - jm^mmoumm^. 
^vm&m^itmmtmnmzm-?. ] x*mzti2>iti$m (js*t, (vi 

I a) ilV&ffi-?2>Z. (Villa) [5£cK #fH-i§- JifuiB £ 

HiSiSi&^-r. ] T^^tis-fb^ (j^t, it^m (viiia) tv&m-t&z. 

Ig(ad) :S(IXa) [^*, #SB#ttt&fBfc ftftft £^1% ] T'^^tl 
MfciM^ (#T, M(ixa) i:iss^i--5 3i:=fe;^>^) £j£ (Xa) 

3 9 ffi$E#¥ 11-3079379 



iff 5p 10 — 295488 



, &&^\*Kb&t.mMmz&'*. ] T«mztiz>it&%!> (js*t, fl^4& cxa) t 

Ig (ae) :5£ (XI a) &&*3rti.M& 1 

hit&m (Jg*T, fl^ft (XI a) ^W^-TS -£*;&£) ©BMRtlifilSS:* MM 
fcff ^ifclCky, <ft-&^ (IV a) S:|gIt§^i:^T't6 0 
JKtS^; 1-2 
[flS4 4] 




[0 0 4 5] 

(a c) iCfcV^T. (Vila) V%tt-ffc-&4fc (Villa) © 

alTCjEJCfc^y. fl^fc (IXa) ^itSril^tS. 

-fWrfr^Cf 9)V-rf7. -f> rfr-jtfny* */ (Protect ive gr 
oups in Organic Synthesis; John Wiley & Sons, INC.) fBIROflfcfti^tfJBv* 

ik&m (Vila) SifckMfS^ (Villa) ©*7GjR/£tt, 

(M^-l^ yt — if—y9 V79 i/m >X (Organic Reactions) , 6, 469 ( 
1941), Or — -ft— V 9 isy-teis 7» (Organic Synthesis) , Coll. Vol. 4, 354-3 

57 (1963). v y*vij> yt^xf-f-U. 

Am. Chem. Soc.), 86 , 3566 (1964). V >iZ (Synthesis) , 752 (1978) ^ 

icfE*<Z)#&) &s wienie* 3 

4 0 ffifE^^ 11-3079379 



(ad)" (CHa^v^ 

=5= *0&^ 



#5p 10 — 295488 



it^m (Vila) $>Z>WZik&m (Villa) it. "£ft&fo&ftl2bZ>Wt 

tr^JjJV Vt>fxf^-(J. Chem. Soc. (C)) , 183-188 (1969) 
#B#ffKUS-4, 080,449) ^CiE«<Z>#&&3 V^tt-etlKUpDfe^ffifCJ: »j M5£ 

[0 0 4 6] 

(ad) lCi3V>T, fl^fc (IXa) JMb^fc (Xa) ©tt^fifSJCfc *J 
, (XI a) ^itsrt^t'is. 

(IXa) (Xa) CDtt^iStt, «A«-fb^ft (II) fcfb 

^*(lll) ©tt^SJSfcl^KfT^ JMfclftfckju »«CfcUT 

iH® (Xa) lC#bT»#*©3tftf;ft-&4& (W*.tf3 Vfc-f- h U * A. 3 
[0 0 4 7] 

II (ae) IC&^T, \t^m (XI a) £fltt&«£j5tC# U W 2 &Bfe*^ 

ffii^lSJStt, -IS^«^»©^-e^e>3i:^T^§^ Mill w 2 # 

*?-;i/£<Z)4S^tt« B#fl:^^§£(Bull. Chem. Soc. Jpn) , 44, 1986 (1971), 
*r h?^ Kn:/ (Tetrahedron), 42, 3259 (1986) ^lCfE«&£ V^i^tUC^C 

[0 0 4 8] 

1-2) JRIMfc^* (I I) -L-tf-NR 3a -tfe§M (I 

lb) &>T<DRJ&&2- 1 fCJ; 'JSItSZlil^iS. 

X5g(ba) :S(IVb) DfctK #fE#&fulB£ ^t«$:Stc ] T*^$ti 
&Vc&m (J£*T. ffc-^fc (ivb) £B&ffct-<5 -£%&£) Hik-km (Va) © 

4 1 ffifiE#¥ 11-3079379 



# 



iff 3JZ 10 — 295488 



urn (bb) : ^ (vi b) DfttK &&%\zmt.mtt4Sk*j&'to i vm^ti 

(J^T, its® (vi b) £H&ffc1-£3£: ; fc&§) ©ffit««KJS&* M 

&fj5Z.£\Z£V. ftUr^ (lib) trfiSt-reril^SS. 
J£jfo5%2-1 
Ut4 5] 




[0 0 4 9] 

X® (ba) ICfcV^T, -ft-£4fc (IVb) it&#l (Va) fl>8r£HJ£lC J: 

ft^* (VI b) SrS^i-* 3 
-ffc-&& (IVb) tlit-k^S (V a) ©*6-&jEJfctt* «a.i*ft-&#i (ID Hit 

ism (i 1 1) <Dm&)xfotmmizft?zLiitfT*%2> B ^ijn, n-^^ 

^©#£TfcfT 5 Itlo^itltli, it&Ql (Va) lc*f 

It, j|&-lS*73rM*&3a*35>«»*bV^ 
[0 0 5 0] 

Ii'(bb) KlfcHT, (VIb) £M*«££SIC#U W^Rfofet 

siiijcj:*;, fl^fc (i i b) szfctf-e^*. 

«jUiffc£-ft (VI a) ©lttfiia^fcH^Klff^ii:^^*. 
[0 0 5 1] 

X.m (ba) ©]gC*fft^«> (IVb) &>-r<DRfo&2 

X@ (be) : 5£ (VI I b) [5£tfJ, #flB#ttt&I3fc ] 
*i£ffc-£#> (ar, -ffc-^ft (VI lb) ©— hnftjRJS 

4 2 ffiSE#¥ 1 1-3079379 
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urn (b d) :A(vnib) [5£tf3. &m^\$mmnmMm*:7jk~? 0 ] x*m 
•zfrzit&m (jstf, it^m (vi 1 1 b) tv&ffi-t&z (DU^fxfa 

II(be) :S(IXb) [5$^ #BH#«|ffSBi: HS^&^-To ] T*^i£*i 

zit&m car. (ixb) iiiBg^-rs^^^fe^) (xb) ess* 

, #SB*«t&ffi£f?l*ii&a*'*. ] (J£AT. (Xb) i: 

B&^-T §r £%&£>) ©jffi^iKlSt:. WR^f e>3i:{cj;y, ffc£& (ivb) & 

^Jj&^i 2-2 



[0 0 5 2] 

xg (b c) icfc^TttiiH^ (v i i b) zz. tic & v. Vc^m 

(VI I I b) «:!S3rr*£i:#T?£*. 

»Mf&n r-tntwii it> mm-mm. - ba-^A 

h'j7;i/tO/Kl/-hf) £M^T. ^#J®#& (MxJ£. 2/* (Synthes 

is), 217-238 (1977), ^XhU- if -hD 7>K - h n V 

tf (Chemistry of the Nitro and Nitroso Groups), p. 1-48 Wiley (197 

o) mizmm<D^m) &z^\z*nizmvt=.^mx*ftoz£.tfT*%2>,, -hum 

g (6. 7fcJ:tf9&) tfi-hU4tZtlitit&®*)&tiL ^ItSIil^tS 



[ft 4 6] 





4 3 



ffiSE#¥ 11-3079379 



g$ 5p. 10 — 295488 



it&to (vi i b) *4^Sf*^»^&sv^»■^■^l^ciSlcfc*^6^c:J:y^s^Jg'f 

(J. Org. Chem.) , 3 4 , 223 5(1 969), V^—TJV XzT V 
tr^^hV— (J. Org. Chem.) , 5 4 , 5574(1989), 
^ /\ F □ > 1>^->C (Tetrahedron Lett.) , 3 5, 3 0 2 3 (1 9 7 7), ^ 
y-r--f> ^"^ V 4r$3t;/l/ V-y-^^-f- ^ (Bull. Chem. 

Soc. J P n.) , 5 6, 23 0 0(1 9 8 3), ^f>f-f7> 
^T^XhU- (Indian. J. Chem.) , , 2, 211 (1964). >f>f>f7> 
■fJV it-f ^T^^hU- (Indian. J. Chem.) , 12, 247 (1974). ^VrA y 
if ViMx-r^ — 3fr:7 (Bull. Chem. Soc., 

Jpn.) , , 43, 1824 (1970) . T^-ftfr 777ya~r^ ilfr "fV^jy 

(Chem. Pharm. Bull.) , 20, 1328 (1972) . tr$.%}V 77^a-f^fM 

Zf\^T -4 y (Chem. Pharm. Bull.) , 27, 1982 (1979) . ^JVK^^j H * X 
y 9 % (Helv. Chem. Acra) , 46, 1696 (1963) . Z/y^Zs* (Synthesis) 
, 541 (1979) . U.S. 3,682,962,. U.S. 3,911,126., Ger. Offen. 2,314,392, 
„ Ger. 1,545,805. £/>-^;i/ *~7 V 5. % )V V"9*>f X-^-f - (J. Chem. S 
oc.) , 1381(1949), ii-jr^r^yy ^ * h U - (Can. J. 

Chem.) , 42, 2904(1964), *~3S- V? T ^ X bV - 

(J. Org. Chem.) , 28, 3058(1963), Vv—TJb Jf? T*V%y >T ^ # 
)V (J. Am. Chem. Soc.) , 76, 3194(1954), 87, 1397(1965) 

, 88, 4061(1966), #|§Hg4 9 -4 1 5 3 9 ^tCffi*©**S«> £ V^ &^*UC*P C 

[00 5 3] 

If (bd) JCfeVNT, (V I I I b) ©MtbSJS&JCJ:*;, ft-^ife (I 

xb) &ssi3trr<&££tfT?£5. 

'ffi^^'^X^^7)^M$: : fe^v^^5S7t:M^E:^) £ JSV^fTe> 3 £#T*£S„ 
WtCMU 'A%HDj5m, -X—X—vV isyMts* (Organic Synthesis) 

, Coll. Vol. 5 , 829-833 (1973). (Organic Synthes 

4 4 11-3079379 



4f 3p 10 — 295488 



is), Coll. Vol. 1, 455 (1941), P^—TJV 7t~7 V T*V%> T^ijjl 
-c-r>f - (J. Am. Chem. Soc.) , 66, 1781 (1944) iZMMZtlttm 

[0 0 5 4] 

JIM (be) {CfcV%T, it&® (IXb) ft-jlr^ (Xb) ©tt^RjfcCJ: 
ttl§r#> (IVb) &§g3g-rSi£#T?#S. 

ft^fc (ixb) MtUr^ (xb) &x\ifc&m (i i) ii^fc 

(ill) ©tt^RjSfcHflKcfx iifc^Tfts. 
££lc, ft^fc (IVb) (ixb) &jK»£LTffiv*T, Mx« 

y^If-f-U. Am. Chem. Soc.), 87, 2767 (1965), 7t-iS~v9 
(Organic Synthesis), Coll. Vol. 4, 283-285 (1963) lzmM<Dl5U 

^0 £fc»^>f ^r^fsfinsjSK: J: strife 'vfl/^jb t^* 

(Helv. Chem. Acta) , 43, 1898 (1960), ?t — if=.y 9 

5^h';-(J. Org. Chem.) , 39, 2044 (1974), */ >ir (Synthesis) , 5, 

375 (1981) tzmma&mm ^^^it^ti^izm^t^^iz^^x^m^ 

[0 0 5 5] 

1-3) jgCffffc-^ (I I) £>5t>, -L-^-NR 3a CO-T^SM 

(lie) j£JtT©,5J&5£3 ic<fc ymtsih^ts. -Tfc 

Xg (ca) ifc&to (IVb) iisS (Vc) [^cfr, Z 3 tegBltg£, -^Offi 
©3B-&H:i&aB£raSSI&aVf. ] (J£*T, ffc-£^ (Vc) £B& 

H(cb) :«(VIc) [5$*, #ffi-SttfifaE£ I^S«^^-r o ] T'3t£*l 
&Vci$m (JWT. ffc£«j (VIc) ©BlfiSfiSlSS:, MR 

>KJ&5^ 3 



ffifE#*P 1 1-3079379 
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[0 0 5 6] 

1M (ca) ICfcVAT, \t^m (IVb) (Vc) <DT$.FitfcfclZ 

<fclK ft^fc (Vic) $rSg^t-S3t^T^S 0 

, a-K) , c^gy^^^^f^a ^b^s/, oih^s/. 

;i/^0 , Fn^>;i/»#;W£b<M^e>*i<£o 
*t-£# (IVb) (Vc) ©7^ KftSlStt. $aSfe»£*0-S>&3£«: 

>Ks;x^^<z)3h^jh>iftjB, 1 - 1 ' 1 h->t ^ #v- 

£3£©gE*tt. fl^fc (IVb) fc#bT«f&*&l*§*BS*&l OS*, 0* 
L<tt»iai»S»2SIt»S. 



4 6 



ajfiE#¥ 11-3079379 
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[0 0 5 7] 

IS (cb) fCfcV^T, {t&& (Vic) fcBJfiiftR/SKlftfU W^H&fc-T 
*£i:tCJ:y, S(IIc) [^cfs #ffl#tta&3Ei:HjS8«:3%-*-. ] T?*Sti 

[0 0 5 8] 

i-4) mmit&w (id ©e>*>, -l-#-s-, -so-££ii-s 
o 2 -*e&&ft-£#f (i id) j^tom/S^;4 - i tc<t usgjg 

X3§ (da) :S(IVd) [5£r*J, £&ttW!l&£mMm*n*+. ] 

z>iki$m (JWT. (ivd) fcfcffc-f s^fcfc&s) tfc&m (Va)o 

li(db) :^(VId) [sSrfi, #fB-&ttl9fa^Bf**IS:^-r. ] 
Zit-km (WT, -ffc^* (VI d) infers 3 £=£>&£) ©^ICJ&CfcM; 

iS(dc) :S (VI Id) D£*, -L b -te-S-, -SO-£fc{£-S 

^ft(VIId) hn»t-£r£;t,&.5) JK&ff^ifctCfco 
T, iti$m (I I d) £»f3i-t*£fc#T?g$ D 

[ft 4 8] 

(TVd) (VleO 



ffilE#^ 11-3079379 



^5pi 0 — 295488 

[0 0 5 9] 

JIM (da) iCfc^T, it&m (IVd) Hit&m (Va) <E>$S-£MJSlC«fco 
T, flS^ft (VI d) *Wm-?2>Z.£-frT*£Z> B 

it&m (IVd) tlt&m (Va) ©tt-^iRjStt, (II) Mfc 

(iii) <Dm&fcfo£mmizfi?z.£tfT*g& e jyfcimci±, «a«n, 

(Va) {CMUT, *&lS*73rM*&3S*««SP*l/V^ 
[0 0 6 0] 

JIM (db) IC^T, fb-^tt (VI d) tti&SK:/StTiiffcSJf5S:ff"5 3t 
ICcfcoT, (VI Id) &8!3i-r*cifc#T*£*. 

oDsoA^iftoi^ (vi d) izMLT, ffii^Aftmmi. 

^^tC^f^ l^V^o S0SO 2 A0ift0i^ (VI d) 

. £j2-2. 5!3*#4Sfc:#*l/V*. *HlS©»j«i:bTtt, «a.tfs?*nn* 

[0 0 6 1] 

li (d c) lcfcv*T, (VI I d) &BfcfiH*R/Stc:tf U W 1 *!^ 

tsrtCJ:^ -f^# (i i d) SrJ83g"r«ii:3^-e#*. 

(Via) <Dffl i &mfcfa£.mWzfioZ-lltfT*g2>o 

[0 0 6 2] 

ii (da) (Dmmt^m (ivd) &t~i$*(Dm*. ^t<d^jcs^4-2jc 

Ig (dd) : (V I I b) (D^DD^- ;WtHJ&. 

li(de) :S (VI I Id) [^(^ '#8B^^8B£HSIft&^\ 3 

StlS'ffc^ (J^T. it^m (V I I I d) HQ&W-tZZt. %3d£) (DM^jKJGB 

4 8 11-3079379 
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KcfcoT, ft-£#i (ivd) zmm-t&zttfvgz. 
%.mj%4 - 2 

[.ft 4 9] 

(Vllb) (Vllld) OVd) 

[0 0 6 3] 

m^g (dd) icfev>r, ih&m (VI lb) ^^Da^*-WSii:t 

ft^ (VI I I d) *m&-tZ>Z.£tfT*£Z> B 

&Mv^Tf5"5»^lcM^*iSiKi: LTli. Mx.k£S^ n # i, 
Stbttt, *&- 2 OTCTJrM^ 1 0 0T}jW£ LVn„ 

^-;i/ftsti^c 6fe#?nn;*;u*^;Wfc£:ft£fti^*>£f!£. 

[0 0 64] 

(d e) ICfeV^ ft<£ift (V I I I d) 1:1^61^1:1^ ( I V 
d) *m&-tZZ.£tfT*£Z> 0 
*3StcS*&1±. »Sfc«7G&#, «*tfiE»-»Ik *X-l&Bfc^»i:I&© 

^ - ?A^:£M?Kf$tft4^lCJ: *jf?e>z: £#T*££„ #IC*?£L<&, 

[0 0 6 5] 

1-5) mmt^m d d -L-#-so 2 NR 3a --e&6ft-£ 

4 9 miE^ 5 ? 11-3079379 



jjf 5£ 10 — 295488 



Ii(ea) sft^ft (VHId) tSdVe) [5$*U #SB#ttt&SBi:H 

jsisi&^-r. ] T?*sti*^*» (#t> <t-&* (ive) tmm-r^^t%$> 

11 (eb) :5£ (Ve) [sW, #fa#telirfeEi: HHS^fc^-To ] 

*fc-&4fe (JB*T* it^m (Ve) tH^tSrttjfeS) ©K^ISJfr?:, JUfcf? 

?Z£K£V, it&m (I I e) OTtS^t^S. 

Ift5 0] 

(VHId) OVe) (Ve) 



(lie) 

[0 0 6 6] 

X.m. (e a) (V I I I d) Mt£«J ( I Ve) ©je^SJS 

# iCiot, (Ve) ^tSIt^tSo 

(vi i i<a) tit^m (ive) wmit&ys (iv 

b) £it&%9 (Vc) ©7^ FftKJSfcHflll-ff^fctf'e^S. 

;i/ /rS^MJ - (J. Med. Chem.) , 3 3, 1 8 8 0 ( 1 9 9 0 )^(CfE*£ tc 
[0 0 6 7] 

X5g (eb) Cfc^T, *t-&*» (Ve) £HBfii»iRJStCftf U W^fifcS-T* 
XiliCi:^ S(IIe) [sW, #fH#«taSBi:lHlS^5:^1- 0 ] 

5 0 £BSE#¥ 1 1-3079379 
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[0 0 6 8] 

1-6) (11)©^^ -L-^-S0 2 NHCONR 3a -T 

X3M (f a) :iti$<m (VI I I d) hitism (I Ve) G>m&Rfc* fcJ:tf 
(f b) :5£ (Vf) [5£#, #fB#ttiffsa^lMStt$:5t'ro ] T'gi^tlS 
(JgHT. ffc^«> (Vf) iilBgffc-r £££&&£) (DBL&WLKfo*. M&ft 

e>3i:icj:y, (i i f) &js!arr<&£fc#T?£* 0 

iR^6 
Hfc5 1] 



(fa) 



MOCN 



(VllkJ) 



(Vf) 



N-W 1 



(IVg) 



(fb) 



« H * 

(llf) 

[0 0 6 9] 

x^S (fa) jcasv^T, it^m (vi i id) ic, T;i/^j u^feM^f vt/yyw. 

m. (MOCN ; rifMttT^UM^t. ) £f£M$-fr£:^ (I 
Ve) £MJ&£1±3 3£:ICJ:oT, (V f ) ^t5 3i:^t*tS„ * 

StSli, fltf.fcCHWHWW (E P-7 5 9 4 3 1) , #gg5p7- 1 1 8 2 6 7^{C 

fClir#> (VI I I d) t7;i/A V±mJ VJ/T>iftift©SlStt. *&M&Cj££T 
7S>*##SLv\, fl^4& (VI I I d) IZMLX. mi 

5 1 ffisE#¥ 1 1-3079379 
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[0 0 7 0] 

JIM (f b)"tcfcv*T\ it&m (Vf) U W 1 *^^* 

*filSti. 0Ji«fb^ri (via) ©BMRflliRfSiira^Kiff ^ dfctfT? 

[0 0 7 1] 

1-7) jSR-ffc-^* (I I) -L-^-S0 2 NHC ( = NH) N 

R 3a -T*&<Mt-&^ (i I g ) $it-\t%<D&\t, JWTOH^7{Cj:*J^i-§ 

X5g(ga) (V.I I Id) J:* (IVg) [5£*, #IB-S§-tt§tffE£ HH 

«f££5t-r„ ] ^StlSttlM^ (JS*T, it^m (IVg) iiWtSri:^^ 
5) ©i^SJS, £<fct>* 

(gb) (vg) [5£#, zmmzmmtimMmz^. i 

-ffc^tt (J^T, ft-&4& (Vg) £:B§1fc1-& ©MISJS?:, m?Mf 
it&m (I I g) &»5i-r*£i:#T?£*. 

[ft5 2] 

WW) <IV<* ^ 




[0 0 7 2] 

X5g (g a) ICfc^T. (V I I I d) tit&m (IVg) ©tt^Sffi 

icict, fb^fc (Vg) &»3£"*-*£i: 

ft£4fc (VI I I d) (IVg) ©m^jRjStt, «*.fcftfc-&4fc (IV 

b) Mfc^ft (Vc) <DT$ FitJx.fctmmzfto 

it&Ql (IVg) tt, fbHr#) (IVe) &«WC, g#4Ji»* fctt*fticm D 

5 2 11-3079379 



4f ^ 10—295488 



tcjjmz&y. m&-tz>z.£&T*zz>. ItitW (IVe) ics-*^;i/ 

V fr^KhV— (J. Org. Chem.) 13, 924(1948) JCffll8©j&?$M$) , */Ti-§ 

(#Jx.tf, ^Af<?J] (Helv. Chem. Acra 

) ,_29, 324 (1946) JCffi«©#j£*) , 1, 3 - fcf* ( t - h * 2/ # 

Jltf-Jl) - 2 2 -^^-^y-f 1/7 (l,3-Bis(tert-butoxycarbon 

yl)-2-methyl-2-thio P seudourea) S:f^fflS*S*jS (M>U£, ^h^^Kn> 
I/*— X (Tetrahedron Lett.) , 33, 6541-6542 (1992), *?-*—±J\/ Hr"f 
is rt — iS—ytr >r^*MJ- (J. Org. Chem.) , 52, 1700-1703 (1987) 

izmmvxmm) mizx-ont^m (iv g ) zmm-tzzttfT-gz, 

[0 0 7 3] 

n:m (gb) ics^t, (vg) £BB&SM/stc#u w 1 

(vi a) (Dmumfcrnummizn ^rt^t§s 0 

[0 0 74] 

1-8) M^t^-tf (11)©^, -L-«« 
[ft 5 3 ] 

R 3a 

(I Ih) ££«:-?-<Z>^l±, &T<Dfcfa#,8iZ£ yjSJtfSii:^ 
Xg (ha) :5£ (IVh) [sfcrji, £SB#ttt&fflfc BSII&jsK-r. ] 

z>it&m (j^t, ft£-# (ivh) ^^-r-s^iiti^s) ©^^^^^a©^ 

Jim (hb) : 5£ (Vh) [5£(fi, #SB-&»|&gB£H3Sil&as-r o ] 

ft-S-^J («T, ft-£# (Vh) ^WHifis-rsii:*^*) JB&fr 

•^riUC^y, ft-£^ (I I h) SrJSUgi-SCl^^-effS. 

M^8 

5 3 aj$E#5£ 11-3079379 
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Ut 5 4 ] 



(IVh) (Vh) 



[0 0 7 5] 

X>g (ha) lCfcV>T, (IVh) £ji?3&f*i£i:£J&2-fr& Z. iltC J; 

y, #;i/#^;i/»£^#ILT, it&m (Vh) £§^-t&^£:#-e££o 
A^^icii, 7!j;i/^-;p«cd-ch (oh) -^-CH 2 -Affi|?||it Mx. 

KX (Reduction with Complex Metal Hydrides) Interscience, New York 
(1956), tr^fifr V-^/fXr-f- V¥=l-X (Chem. Soc. Rev.), 5, 23 
(1976) , l/y*.*/* (Synthesis), 633 (1974), *? ^ 7* 

^T^*^ Vt'fXf-f-Q. Am. Chem. Soc.) 91, 2967 (1969), 
V --}■;], it? Jt-j3-vV ^'XhU-U. Org. Chem.), 29, 121 (1964 
)% -fr--fi^ v fj VY^i/ByXiOre. Reactons), 1, 155 (1942), fy^f A 
y^. y\5_(Angew. Chem.), 71, 726 (1956), i/>± 1/7. (Synthesis), 633 ( 
1974), Vv-m V T*V%y 'TSiJJl' y -9" >fx-r"-f -(J. Am. 

Chem. Soc.) , 80, 2896 (1958), Jt-il-vt V 7* $/ s >X(Org. Reacto 
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ns), 4, 378 (1948), V-*—TJb V T*Vi]> >T ^ iz IV V^^^SL 

Am. Chem. Soc.) , 108, 3385 (1986)^CfB^&<5 Vk&^tUC^ D£ 

jjfrtf-;im<D-CR 3C (oh) - (33t'R 3C it c ^gT/i/^/i/H 

i^^X^ >irX(Grignard Reactions of Nonmetallic Substance 
s), Prentice-Hall: Englewood Cliffs, NJ, 1954, pp. 138-528. tM/'Jf 
tfA * y y X(0rganol ithium Methods), Academic Press: New York, 1988, p 

-e©fi6tC TKA>Xh *—%-v>7 ^T^h'J- (Advanced Org 
anic Chemistry), 5th ed. Wiley-Interscience: New York, 1992, pp. 879-981 

1 4 0 1 4 9, #i^6-2 0 6 8 7 5, ^-fjl/ y^zf >T 
^Xby-(J. Med. Chem.), 37 , 2292 (1994)^&CgE«&-5 V^i^niCip £ 

Jim (hb) {Cfc^T, (Vh) fcHft^mSffrtCtfU W 1 *^^ 

3hiCj:*J. ik&m (I Ih) Srg^S 

M^ii-fb^ (VI a) ®I«SHJShl^i{cff e> r t^t^^, 0 

[0 0 7 6] 

1-9) mmti$m (id ©e>i3. 



[ft 5 5] 




(ia) : ik&m (IVh) <DJ]Jl#-)Vm<Z>$EmKJ&. fccktF 
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jim. (i b) : s£ (Vi) ^fB^ttf&flBfci^ftjfc&a*?-. ] -e^sns 

(J^T, (Vi) hB&^f sz: £:=&&£) ®M1S1SS:> JE&fr 

[ft 5 6 ] 

OVh) (Vi) 

(iia 

[0 0 7 7] 

Ig(ia) {CfeVNT, M(IVh) £^&S^££^£i*£3tlC<k 

y, *;i/*-;H^liut, (vi) &«3rr*;ii:#-e£5. 

a/i/sK^^aSOSEIjljRjSfcl/Tfcj:, "^-f y H (Wittig)^JC&, sfc- 

*7 >C7 — X — m ^ > X (Horner-Wadswor th-Emmons) Jfr, If — # — V > (Pe 

terson)^-!/^^ * % -^^->f ;MKnoevenagel)jKJ&###lf btl, 

MX-i*. T FA>X b Jr-jj-y Z ^5 ^ b U - (Advanced 0 
rganic Chemistry), 5th ed. Wi ley-Interscience: New York, 1992, pp. 879-9 
81, Hr — iS—y9 £/>-fe>> ^(Organic Synthesis), coll. vol.5, 751 (1973) 
% ^- — -ff^y 9 (Organic Synthesis), coll. vol.5 , 509 (1973), 

i/y-ki/Z. (Synthesis), 384 (1984), Tt-Jf—y? V T 2 t/ 3 >X (Org. Rea 
ctons), 15, 204 (1967)^}CfB*&£ Wi^tUClp Vttm^fSO Z. 

diliCfcU, fl^tt (I I i) 
#MJS». «*.tfft£44l (VI a) ©Htt#»£j££H*&C*f3 3fc#-e££. 



5 6 
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[0 0 7 8] 

1-10) IM^i(II)©e)^ -L-^ 
[ft 5 7 ] 



T'&zit&m (iij) &.r<DRm^.i oizzvmM-tzzt 

If (j a) : ik&m (IVh) ©*^/sK— ^/36©3EillMJS, fc<ktf 

X=g (j b) :5£ (Vj) #BH#«MSHi:l^«a5:^-rc ] T'3t$;ti£ 

itism (j^t. ft^-# (vj) tn^tsit^s) (DmumBLm*. mikn 

oz:}nz£<>)^ ikism (i i j) zm&-?z> z. i:*«"et6. 
M/fioSi o 

[ft 5 8 ] 



[0 0 7 9] 

Ig (j a) ik&m (IVh) £^&f*ig££jS£i2:Sr£lCJ; 

y, ^;i//K-MI:IilT, \k^m (Vj) £§SSg-T£3i:#T*££o 

#,5J&J£. 09* 7FA>^h ^ ^ ^ h U - (Advanced 0 

rganic Chemistry), 5th ed. Wi ley-Interscience: New York, 1992, pp. 904-9 
07, Hc — 1$—y>J 77>^3^ *f)\s-Zf ^U/'Jlz-i/a >X(0rganic 
Functional Group Preparations), vol. Ill, Academic (1983), O'y F 
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*Mf — 3TZf %-tf> *>^9>KX (Rodd's Chemistory of Carbon Co 
mpounds), vol.1, part C, Elsevier Publishing co. (1965) ^{CfB^&£ 

Ii (j b) JCfc^T, ft-£*j (Vj) &K4ftSLRJSlC#U W^^fS 
dfcJCfclK ft-£^ (I I j) ?:iIt§3i:^T'tS 0 

#I*-J;£ft1=?% (VI a) B#tcfT-2> £ 

[0 0 8 0] 

l-ii) mmt&w (id ©e>*>, 

[ft 5 9 ] 



T?&Sft#W (Ilk) ©Ml*, £(T©Mf&Sl 1 tC<fc ySg5t-r<5r £ 

It (ka) :ft-£*fe (IVh) GD*;!/^-;!^©^^^ 

x@ (kb) :^ (vk) c^cfi, ^m^itmmumMm^-t. i -emznz 

Vcism (JKT, ft^« (Vk) fc«M&-r*£fc%&*) ©flBfi&MLKJSS:, JK&ff 
?ZLHlZ£t), ft#% (I Ik) ^itS^il^tS. 
1 1 

[ft 6 0] 



(IVh) (Vk) 

— — — - *-0^-&^>" 




[0 0 8 1] 

Ig (ka) ICfc^T, ft^« (IVh) &»3fc«£££JS3iJr5£ £IC J: 

y, #;b3K-;i/g£^*#;i/^;i/gic^UT> ft-£# (vk) SrSiati- £^ 




(Ilk) 
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i 



, n - V XLawesson)^^ S^U>, flfcte*j!t-&Ifc«— 

*SJStt, S/>-fe2/^ (Synthesis), 7, 543 (1991), ^ S? 

7*U;&> >T^ilJl> Vt^if-f - (J. Am. Chem. Soc.) , 106, 934 (1984 
K Vv—i-Jb *7 V rtVJzy tr^jjiv WA^^rl-U. Am. Che 
m. Soc.) 68 , 769 (1946)^{CfB*& £ V^£^;ftlC!fi C tc^m^X'fio Zl £. 
£5 = 

(kb) tC&VNT. ft^fe (Vk) £ffi£&mK&{CtfU W^^tS 
d£lCj:^ -ft-^ift (I Ik) OTniil^T'iS. 
#MJSJi, MAJiil:^ (VI a) ©flft&»£/££:IM#MTe>3£#T*££ 0 
[0 0 8 2] 

1-12) mmte*® (id -l — conr 33 -^^ 

1(1 Im) £AT©£j£5£l 2-llCJ:y§g;itS££#T^ 

Ig (ma) : s£ (Vm) [5£#, #8B#«tir3BfcH£S6*:33*"r. ] T^t£*l£ 
-fb^ (JSAT. (Vm) £m%fi-?Z>ZH Hit^m (IVe) <Z>*§ 

^5$, as*** 

X5g (mb) : 5$ (Vim) [55*, &fE-Sf teftffH^ ^ti$:^tc ] T^t£*l 

'*fls-&to (J£AT, -ffc-^ (vim) tu&^f^r i:=fofes) (Dffl.umfcfe*^ M 

fcft? Z. illC J: »K fb^-* (Ilm) fcgBi-f SdiltfT^S,, 
gjSsSl 2-1 
C-ffc 6 1 ] 

(Vim) 

(Vm) (IVe) 

(ilm) 



5 9 
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[0 0 8 3] 

X:g (ma) itt?<Vd (Vm) £ft-&^ (IVe) tf>$§-££J&&C £ o 

T, ft#«J (Vim) ^IMSrt^tS. 

it-Sm (Vm) £ft£# (IVe) <Z>SJfo&. Mx-iift^ (IVb) ii^fb-^ 
& (Vc) <DT $ FitRJ&tmmzfi? ZttfX'g&o 

Jin (mb) ICfcV^T, ft1^# (Vim) &JK#»Rj£K:#U W^&Scf 
S3i:lCj:*K ftl§T% (I Im) OTtSI^^ttS. 

(vi a) omumjxfotmmzfi^ - fc^ts. 

[0 0 84] 

X5g (ma) OIW^^I (Vm) 2-2lC<fcy§S 
^-r€>rfc**T*^So f-fcfrt^ X@ (mc) :ftl§r% (VI lb) (DT^JV 

itfcfa* te&Tfjin (md) :s (vnim) [5$*, z-m^temmzmMm 

£^ir o ] Tf^SttSft^fc (J£*T, ft^« (VI I Im) i: ifcfcJfc 
3) ©K'fbiEliSfeJ:U f ^ilK:iSDfeWIBaE3ESIS:. JE&fT 5 3 £ tc J: »J , it&& 

(Vm) $r^jt-rert^T^-2> 0 
JgtS^l 2-2 

[ft 6 2] 

■^O^ — - "0£~* — - *0£-~ 

(Vllb) (Vlllm) (Vm) 

[0 0 8 5] 

X5g (mc) ^CfeV^T, ft1=T$J (VI lb) ZYM^MtlT Z> d IC J; »J . ft 
^| (Vlllm) SrlRJi-rSCli:^^*- 

#KJ£WU — liWJ&^y -rib- 9 5 7V (Friedel-Crafts)£j£©3M£lC<fco 

fflV^tlS, JlttftJCtt, «;ttf 4#W¥ 5 - 1 4 0 1 4 9, #^6-2 0 6 8 
7 5% *^-f*/^;i/ >>T^ * h l> -(J. Med. Chem.), 37, 2 

6 0 ffiliE#¥ 1 1 -3 0 7 9 3 7 9 
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[0 0 8 6] 

II (md) tCfc^T, >fk^ (VI Ilm) ZMitirz> ZL ti IC J: U , 
(Vm) , 4ficz 3 #fc KD *^Mt*S^tll:|?itS r il^T'^S. 

S/>-feS/^.(0rg. Synthesis), Coll. Vol. 2 , 428 (1943), 
;i/ 5? T^y*> 4r^;fc/b V1J->f ni-x-W -(J. Am. Chem. Soc.), 6 

6, 894 (1944)^^CfH«feSV^^i■^4^^C^ibfe^•^T*^f 9Zi:^T'tS„ 

i&Mlc/SCT, z 3 #t: Kn=?f >>;i/^&£-m-&^ (Vm) ©tKn^ 
;i/^-^ri/^) , ^^iic 6 _ 10 TU-;i/^-^i/» (#Hittf7aiy^pS/, P --hn 

7i^^) T?**ft#* (Vm) fc#Tf£S. 

WtBSg#l©#&tt, 09*.WU ThVOXh Jt-if=.y9 ^rUb'J- ( 
Advanced Organic Chemistry), 5th ed. Wi ley-Interscience: New York, 1992, 
PP. 393-396,437-438, Z3 y V *\y */ 7 Hr-H—v* h7>^7*-^- 
i/nyX (Comprehensive Organic Transformations), VCH Publishers Inc. 
(1989) *Knn&&W**fttzmV1L%&ttfi$Z£ifi"2&&. 
[0 0 8 7] 

2) *|g^t^ (I) \t. JKTO^^tCfcoT^JgJt-rSit^ 

2-1) #fgTO;i» (I) ©e>t>, -L-^-S0 2 NR 3a -T*W^ 

l(Iee) £fcl$?<Di&it. J^TOjRlS^ 2 - UC J; »J §§^6 d £ #T*£ S 

o fcfc>*>, ft-^flj (VIIH) ^(IVee) [5$t£, £-fE-5§-&iaIE£ 13 

MmZB-?. ] T?*3*lSffc£<fe (J£JIT. fl^ft (IVee) hL fcffc*- £ ^ £ =fc 

6 1 ffiliEift 5 ^ 1 1-3079379 
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&&) ©»-&KJ£JCJ:oT, it&® (lee) fcgBt^S r ttfT'fsS. 
HJS^i2 - 1 
Mb 6 3 ] 

(VII Id) (IVee) <" ee * 

[0 0 8 8] 

ft-&% (VI I Id) (IVee) <Dl6&Rl&\i* #Ix.l£ft-£% (I 

Vb) i:ft^» (Vc) 07$ Kft£J£i:ra#JcfX"5 

ft-&$? (ivee) -en v^^d:-ei^^ci^s b r^m 

^^^jsi;- (J. Med. Chem.) , 3 3 , 1 8 8 0(1 9 9 0)mzmM&t~& : £ 
[0 0 8 9] 

2-2) *mwit&m (i) -l-^-so 2 nhconr 33 -^ 

(iff) J^T©^^2- 2 ic J: yiitsri: 

^tts. -fb-a-^ (vi 1 1 d) ic, T^^y^M-rvi/r^^ ( 

MOCN ; iitMli7^U^*t:3«t. ft^fc (IVe 

e) ££j£2i±Sri:JC<J:pT. ^ ( I f f ) [5£#, #IB#»MIBi: 
atf 0 ] ^33h*ft^4&&»£1-*£fc#T?£<&. 

[ft 6 4 ] 

MOCN 
(IVee) 

aKRJCtt, «*.««flBl-6) T?fc*fc, ft** (VI I I d) iift^ (I 
Ve) 0*^iRjSfcra»tCUTff ^^^S. 
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[0 0 9 0] 

2-3) 4&mik&m (I) -L-^-S0 2 NHC (=NH) N 
R 3a -t^5ft^ft (Igg) *fc J^T©H/S^2-3{Cj;*JSg^ 

nrt^T'tS. 4t&® (VHId) W(IVgg) [^* % #fH#lifff 

mtmMmz^-t, ] (#t> ft-&* (ivgg) tvum-ts 

3i:%$>s) ©i^icioT, fti§r% (igg) £*Bt-r£z:i:#T*££o 

[ft 6 5 ] 

(IVgg) (Igg) 

ft-&« (vi I I d) £ftHr# (ivgg) ©tt-^siStt, 09*.tfft'&8» (I 

vb) (vc) KffcHis^ R*tcfr^ r t*«-e%s. 

ft-£#> (IVgg) It. ft-£fc ( I V e e) £/§VnT, ft-gr^ ( I V g) tm 
[0 0 9 1] 

2-4) #$&Hlft^ft (I) <Do*>. -L-tf 
[ft 6 6] 



•V&Zlt&m (Ihh) J^T©H^2-4 lC«fc Vm^-TZZ. 

£#T'£& 0 -rfcfc-b. ^ (ivhh) [a*, #s2#«ifriai:iwis«s:^-r 0 

] T*S$*i£ft-£# (J^T, ft£4fc (IVhh) tditSitt^S) 
^iM^tSz: £lc<fc *Mr;i/g5:^tT, 5£ (Ihh) tttp 

fcfa&Z -4 



6 3 
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tfa _ql 10 — 29548 8. 



# 



[ft 6 7 ] 



«AfcrtlflBl-8) ^fc^fe, ft-£# (IVh) 0>ftHrt> (Vh) 

-ffc^ft (IVhh) te, g#^&£VU*^;ntc3fiCfc:£$U MitfW5 
-14 0 1 4 9, W6-2 0 6 8 7 5, ^>-t;i/ * ^-f 

~ >T^^hU-(J. Med. Chem.), 37, 2292 (1994)#lCgE«&£ V>te-£*UC*fi Cfc 

^^•essjt-r & - £ ^ & o 

[0 0 9 2] 

2-5) mmvc&to ci) ©e>*>, 

[ft 6 8 ] 

TffeSfl:^* (I i i) *fc #T<Z)£^5£2-5 1C<J: UiltS^ 

£#T*£So -T^t)^> (IVhh) £^S&f£Ig£M/&3-£6:i£:K<fc 

»J, ^;i/7K-;i/»S:^mbT, S (Hi) #8B#ttffHBfcH*lfc 5 fea* 

teE55£2- 5 



#9*tftif831-9) T^^fc, iti$m (IVh) ®{b^* (Vi) 
[0 0 9 3] 

2-6) *l%Wfti$m (I) -L-# 



[ft 6 9 ] 
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i 



[ft7 0] 



-£&Z>it&% (I j j) tfc&^omt, &>T<DK&i£2 - 6 tC J: 'Ji^t^S Z. 

i:^T*^^ 0 -r&fci^ it^m (ivhh) zmm&m l m£fcj&2-&z>z.£iz£. 

fcj&:ft2 - 6 
[ft 7 i ] 

Mx-^itfiBi - 1 o) Tat^fe, ft-a-% (ivh) (Dit&m (vj 

[0 0 9 4] 

2-7) *mmfc&M (i) 09^, 

[ffc7 2] 

)c=s 



V&Zlt&m (Ikk) &>T<D.R&&2 — 7 tCj: *J$£ii-f S3 

h#-C££ 0 -r^t)^>, ft-£$&> (IVhh) 3 £ICJ; 

#;i/#^;b*£^^:ft;i//if~;i/^C^$tLT, 5£ (Ikk) [^tf, 

fcmi£2 - 7 

[ft 7 3 ] 

flVhh) (Ikk) 

1) T'M^t, ft-^^j (IVh) ©ft-£#j (Vk 

6 5 ffiiE#^ 11-3079379 
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[0 0 9 5] 

2-8) (I) -L-^-CONR 3a -T'fe5M 

(imm) #T<££J^2-8CJ:y§g^£r£*^£6o 

-r&£>t>, (Vm) £M&%) (IVee) ©fB-££j£fc: £ t> T, ( I m 

m) [5$^ #S3#«BtffBi:|elSaS:^^o ] T^iS *i*ft-&ft 5 d £ 

MJS^2-8 
[|fc7 4] 

C/m) (IVee) < lmm > 

«*.l*ffc-&<» ( I v b ) £ttHr^ (Vc) (DT ^ KfbSJSfcHrtfcK: 

[0 0 9 6] 

*ftmit&Qs (I) *fcfcfc*©fctt. M;U££tflJ<z>v^> K-^©*ffittA 

#Mli^vN*\ t,b<tiSftTg»if, «tt^fiv^»S:ft*. *feftPS# 
(CJ:yff5:#tS. *»Wft^«J (I) (LD50) 
1 0 0mg/kgJ^±T'$)Sc 

(I) *fctt^©i6©^ffl5&»*^*i:LTtt, ^« (D BE 

6 6 1 1-3079379 
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mm. (2) mmizm-3<mmtLx. (o mmm (#ic >#&&wim 
%m) > (ii) isflijfli^ (iii) mmmtm> (iv) ^naa^. (3) mmt&m 

LTi3Z.Z>#k&}llsT. (i) jMfgHlt. (ii) S^f>^'J>m (iii) <£H 

DL3i/^^n-;i/Mi3£> (iv) -mmmitm. w ^m. (vi) (vh) & 
mmm. (viii) a*) &m*. w (xi) (xii) 

Pickwick« (xiii) |gflBi$&P¥!R&£g^ (xiv) fllKJff, (xv) 
flESS, (xvi) (xvii) SCJ^tt»fflfS, (xviii) MH^U^. (xix) |p 

(xx) (xxi) yfnm. (xxii) MtJKflB*, (xxiii) JfTJU 

[0 0 9 7] 

#N£Plft («, Mm. i£J& lc££tcJR^f* ftUr 

% (I) *fctt*©£©#»iJI!«^if»©^JNi, 38S!I£#©*&0. 111%^ 
M$ji 0 oii%t^s„ 

*mmit&m (i) as. Eigftcs&fcfifl^fcttKTgsj 

. MxJ£. mjiE^^LT. j&A (MI«J7 0kg) Jc*JU gp^Jt LT— 0 

Sfey-llIS■^3&v^b 2 73rM4la©4)•tIi^#^cT, -HJcog^M^ (ft-s^ 

(I) ££&-££>:&) tbtiO.O lmg73rM*&l 0, OOOmg, *?£L< 
tt*5 0,..l mg75M^j2, 0 0 0 m g % J: »J L < tt^J 0 . 5 m g 72rM*& 1 , 0 
OOmg, HlC#£L<&. 5mgMI!j5 0 0mgT'feS o 
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[0 0 9 8] 

K&vzmmm. mwm. ^im mmm ; w.v<mmz]3V2>m%i. mmmmm 
, b&jsm. #i«f:#j. tm&u pr*m> mmM^<D^mm^m^^^t 

*jX£Z> 0 

m.mMt.VX it. 0i%.tS&M. BIS, D-^>^h-;K "fyzfy. zi-yy. 

y>, t Kndp^ynif;i/-fe;i/D-x, t Kn^i/yn^f ;bt;i/n-x, 
jKU if—jv\fu y ^yzfy. s/ais, *^;i/-fe;i/n-*, 

n 3f i/ zf n tf ;i/ -fe a - ;* ^ # ffl v * e> *i -5 . 
SjB«#tf!I£LTtt, fliittfjKy x^i/>^y h-;k ^ntri/>yy =r-/i/ 

hy^A, ^?y ;i/7 5 j zfuttym, vt/^-y. mt^y-V^^—V^. m. 
ifr<yH h-^A. t;^f?'J >iE^*y -fe y >^<©i^ii?SttSf ; fcfjttfsKy if 
-fryjuzi-M jK y tr— ^/trn y *;i/^^^f;i/t;i/D-^th'j^ 
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mBft^Mfc ITU yxn;i/tf>m^#M^e>*iS 0 

[0 0 9 9] 

xmrnit. z ziz&T nmrnm mmm&^-tfm&M) icjco-ci^l 

J^TOJ^Mt 1 © r^iSj &&j0'C7^g;?&3 o*C£^U *«i^©^lcii 



s 


: islsifl/y h (singlet) 


d 


: #^7Vy h (doublet) 


t 


: hVJUvh (triplet) 


q 


: * h (quartet) 


dd 


: #rf)\> #~f\sv h (double doublet) 


dt 


: #7)1 hV-yi/y h (double triplet) 


m 


:"7;i/fyi/«y h (mutiplet) 


br 


: "^n- F (broad) 


J 


: ft V y FI&SL (coupling constant) 


Hz 


: (Hertz) 
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4f sp. 10 — 29 5 48 



cdci 3 : Ji# n n^;i/A 

DMSO : ^;*^-;i^;i;>ft3f ^ K 

*H NMR: ^nb>«^« (Ji^^y-^ilLTCDClg^T^Sbfcc ) 
[0100] 

l ) 

7 _ t Kn3rt/- 2 - [ (2 -*?-;V7ai—J\s) - 2, 3, 4, 

[ft7 5] 




Me 



1) a-ZfU^- o-Zci/Uy (3.97ml, 29.6mmol) £ % 7 - * h 3r ^ - 2 , 
3, 4, 5-f b7bKD-lH-2-^>X7t*lf> (5.00g, 28.2mmol) % 
mmXVVl* (4.0g) («$£*) (150ml) MM 

1) KJ:U¥f$gbT. 7-*b*S/-2-[ (2-^Wi-;b) *3^1/]-2 
3> 4> KD- 1 H- 2-^>XTift°> (6.71g) £&i-fe$PlK 

h NMR (CDC1 3 ) 8 1.60-1.90 (2H, m) , 2.28 (3H, s) , 2.88 (2H, t-like, J = 
5.4 Hz), 3.07 (2H, t-like, J = 5.4 Hz), 3.46 (2H, s) , 3.80 (3H, s) , 3.8 
1 (2H, s), 6.62 (1H, dd, J = 8.0, 2.6 Hz), 6.73 (1H, d, J = 2.6 Hz), 6.9 
0 (1H, d, J = 8.0Hz), 7.10-7.35 (4H, m) . 

2) 1) T-mt-T-* 2- [ (2-^^)Vy ji-JV) *^;i/]~2, 3 
4> 5_^}.^t: KO- 1 H- 2-^>Xriftf> (6.71g, 23.8mmol) £48% 

7 0 ffi|E#¥ 11-3079379 
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gzitTkmmmm (somi) ©s^srHor -e2^raa^L^ 0 ^^-e^sm. 

xK^TT-8^}?K^t:-^h u V&TkmWiZm^Z^TJVti utt (pH^io) £U 
AT^it, ?£^&MJBET^£-t§£. ^S-ffc^* (5.69g) ffimp 148-149"C(Z> 

*H NMR (CDClg) 5 1.70-1.85 (2H, m) , 2.27 (3H, s) , 2.83 (2H, t-like, J = 
5.4 Hz), 3.08 (2H, t-like, J = 5.2 Hz), 3.48 (2H, s) , 3.80 (2H, s) , 6.5 
0 (1H, dd, J = 8.0, 2.6 Hz), 6.61 (1H, d, J = 2.6 Hz), 6.82 (1H, d, J = 
8.0 Hz), 7.10-7.30 (4H, m) . 

[0101] 
##M 2 ) 

8 -t Fn^f S/- 2- [ *?-M - 2, 3, 4, 5-^h 

7tFD-l H- 2 -KZ/XTH ify 
[ft 7 6] 



1) a-yn=E-o-^J/l/> (3.16ml, 23. 5mmol) £ 8 - ;* h 3f *s - 2 , 3 
, 4, 5-fb7tFn-lH-2-^>X7€lf> (3.80g, 21.4mmol) £J§ 
^T, -1) il|SI#©^$:^e)^^lCj:»;, 8-*h3f^-2-[ 

(2-*^)17jc-)1) 2, 3, 4, 5-f b7tKn-lH-2- 

^>X7t*lf> (4.63g) ^feMfhLTife. 

X H NMR (CDClg) 8 1.60-1.70 (2H, m) , 2.19 (3H, s) , 2.78 (2H, t-like, J = 
5.4 Hz), 3.00 (2H, t-like, J = 5.4 Hz), 3.41 (2H, s) , 3.67 (3H, s) , 3.73 

(2H, s), 6.46 (1H, d, J = 2.6 Hz), 6.60 (1H, dd, J = 8.0, 2.6 Hz), 6.98 

(1H, d, J = 8.0 Hz), 7.00-7.20 (4H, n) . 

2) 1) T*#fc8-* h*i/-2—[ (2-*^Jl7n—)l>) *?M-2, 3 
, 4, 5 -T- b7t KD- 1 H- 2-^OXnftT> (4.63g, 16.4mmol) £/g 




Me 



7 1 
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V*T\ ##MD -2) Hm&<D#ttZfi$Z-£K.ZV. 8-fc FD*S/-2- 
[(2-^f;i/7x^;i/) *^/I/]-2, 3, 4, 5-rb7tFD-lH-2- 
/<>XT-fe*tf> (4.37g) 5;te«tltbT||f-. 

h NMR (CDClg) 8 1.75-1.85 (2H, m) , 2.26 (3H, s) , 2.80 (2H, t-like, J = 
5.0 H2), 3.03 (2H, t-like, J = 5.0 Hz), 3.48 (2H, s) , 3.70 (2H, s) , 6.1 
9 (1H, d, J = 2.6 Hz), 6.46 (1H, dd, J = 8.0, 2.6 Hz), 6.88 (1H, d, J = 
8.0 Hz), 7.00-7.30 (4H, m) . 

[0 10 2] 
##M3) 

^^^-3- (7 -2, 3, 4, 5-f h7tKn-lH 

[it 7 7 ] 




1} 8 _*^.>-2, 3-i?tFD-lH-3-/<>X7t^>-2-t> 
(9. Og, 47. 5mmol) <D^Z J -frmffi. (2 0 0ml) 5%Pd 

/c^iltbt, ^-r^MTK^An^^^w 8-*h3fS/-2, 3, 4 

5 _^^^t KD-l H-3-^>>CT-fe'tf>-2-^-> (8. 3g) m 
p 1 6 2- 1 6 3lCOMTOi:tt#fc 0 

1 H NMR (CDC 1 3 ) 8 3.06 (2H, t, J = 6.2 Hz), 3.49 - 3.60 (2H, m) , 
3.78 (3H, s), 3.81 (2H, s) , 6.0 (1H, br, NH) , 6.69 (1H, d, J = 2.6 Hz), 
6.76 (1H, dd, J = 2.6, 8.4 Hz), 7.04 (1H, d, J = 8.4 Hz). 

2) 1) T'#fc8-* h*ris-2, 3, 4, 5 -"f V v M FU - 1 H- 3 
>XT-fe*tf>— 2— 7t> (3. 5 g, 18. 5mmol) 0fh7tFn77> 
8«(3 0 0ml) IC, TK^ft'J^^AT^^-^A (1. 4g, 3 6. 8mm 
ol) £gffi«>*1*o2llI*.fc. «^«S:4l©ISIin»a«£bfe«, ft#'u. m# 
TIC* (2. 8ml) , #tV^T?l 0%7knft+hVV2±ykmm (2. 24ml) 
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BTlZ^lkLT. 7-*h**/— 2, 3, 4, 5-fh7fcFD-l H-3-/< 
>X7iftf> (3. Og) ©t4J*«Sttift*«*i:btj|fe. 

3) 2) T*#fc 7-* h*cis— 2, 3, 4, 5-f b7tFD-l H-3-K 

>xri?tr> (i. og ) &^t, ##MD -l) i:ig«©»f^S:ff^c: 

£ICJ:»K *Hft^(l. 0 5g ) &M*i:l,Tffe. 

*H NMR (CDClg) 6 2.55 - 2.68 (4H, m) , 2.81 -2.91 (4H, m) , 3.64 
(2H, s), 3.77 (3H, s) , 6.58 - 6.68 (2H, m) , 6.99 (1H, d, J = 8.4 Hz), 7 
.18 - 7.40 (5H, m). 

[0103] 
##ffl4) 

7-HFU*ci/-3- (7jl—;V*^)V) -2, 3, 4, 5-rh7tKD-l 
H-3— KyXTH\Zl/ 
[ft 7 8] 




##M3) T*mt=. 7-* h=^>-3- (7 3L-)l**;V) —2, 3, 4, 5 — 
^h^HKn-lH-3-^>XTiftf> (0. 7g ) £J§V^, 1 ) 

-2) fcW«©iifts£fTe>£i:K:J:U, 3iJBft-&# (0. 6g) £mp 134 
-13 7TCOMfe»*t bXifc. 

J H NMR (CDC 1 3) 82.53 - 2.70 (4H, m) , 2.75 - 2.92 (4H, m) , ca. 
3.2 (1H, br, OH), 3.65 (2H, s) , 6.49 - 6.60 (2H, m) , 6.92 (1H, d, J = 8. 
8 Hz), 7.18 - 7.40 (5H, m) . 
[0104] 

7 — * h*i/-3 - [ (2-^^-)vy=L—;^ — 2, 3, 4, 

7t Fn-1 H-3 -K>XTif tf> 
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Ut 1 9 ] 

##W3) - 2) Tfffe7->lh^J/-2, 3, 4,.5-f h5tKn-lH 

(1. 5g) £JS^T, -1) fcB«ft©Jftf^€: 

f?e»di:K:j:y, mmit&m a. s g ) i:«fei:bt#fc 0 

*H NMR (CDC 1 3) 82.39 (3H, s) , 2.55 - 2.68 (4H, m) , 2.77 - 2.89 

(4H, m), 3.53 (2H, s) , 3.77 (3H, s) , 6.58 - 6.67 (2H, m) , 6.99 (1H, d, 
J = 8.4 Hz), 7.10 - 7.37 (4H, m) . 
[0 10 5] 
6 ) 

7 — |c D dp>>— 3 - [ (2— —2, 3, 4, 5— r 

h7tFD-i h— 3— ^z/xrM tr> 

HC8 0] 




##M5) -e#^7-^ h^i/-3- c (2-^f;i/7i-;i/) -2 

, 3, 4, 5-f h5k KO - 1 H-3-^X7^> (0. 85g) 

t. ###91) -2) tm«©^$:^fe)rhic<t*j. mmit&m (0. 7 g ) 

1 H NMR (CD CI 3) 6 2.38 (3H, s), 2.53 - 2.68 (4H, m), 2.72 - 2.87 

(4H, m), 3.54 (2H, s) , ca. 3.7 (1H, br, OH), 6.48 - 6.58 (2H, m) , 6.91 
(1H, d, J = 8.8 Hz), 7.05 - 7.37 (4H, m) . 
[0 10 6] 

t 4 _ [ 2 - [ [2- [ (2-*^)V7 3L-)V) - 2, 3, 4, 

5--rS5fcFD-l H- 2 -/OXT-fcf tf >- 1 - 4 fr] * *r i/] M ~ 1 

7 4 ffilE^ 5 ! 1 1 1-3079379 
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Me 



, 3, 4, 5 — ir h ^ H FO — 1 H — 2 — ^>XTif tf> (5.00g, 18.7mmol) 

4- (2-3-F^^;i/) - 1 -fcT^i; ^>*;i//K^pS> I/- h ( 
6.34g, 18.7mmol) <DN, N- ^J\sfcJV2±T ^ F (80ml) ?£?£lC. U 
?A (lO.Og) $r#D;^ 80-CT-l 2B£f^£PLfc 0 i§l^i£ETf ^ Lfct, 

: i) iz^vmmi^r. mmit&® oa6 S ) ^fetttiitttifc. 

h NMR (CDClg) 8 1.00-1.30 (2H, m) , 1.46 (9H, s) , 1.60-1.80 (7H, m) , 2.2 
8 (3H, s), 2.60-2.80 (2H, m) , 2.86 (2H, t-like, J = 5.2 Hz), 3.06 (2H, t 
-like, J = 5.2Hz), 3.46 (2H, s) , 3.79 (2H, s) , 3.98 (2H, t, J = 5.6 Hz), 

4.00-4.20 (2H, m), 6.59 (1H, dd, J = 8.0, 2.4 Hz), 6.71 (1H, d, J = 2.4 

Hz), 6.88 (1H, d, J = 8.0 Hz), 7.05-7.30 (4H, m) . 
[0 10 7] 
##M8) 

2-[ (2-^f;i/7x^;i/) [2- (4 -if^u ^-;i/) xh* 

*/] -2, 3, 4, 5-rf7HFn-lH-2-/<>X7t'h°> 



[ft 8 2] 




Me 



7 5 
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##M7) T#^t-^;i/ 4-[2-[ [2-[(2-^f;i/7i-;i/) * 

^;i/]-2, 3, 4, 5-5=- h^b FD- 1 H- 2-^>X7if tT>- 7 ->f/b] 
^-^p^]x^-;i/] - 1 -If^U h (7.46g, 15.6mmol) (DM 

x^**?* (30mi) K4m^mt7^m-mm^^mm. cioomi) s^Mc-rati 

#UtfA tSJSE&JSETW^-rSi^KlJ: 1 ;, mmft^®) (5.20g) £ 

1 H NMR (CDClg) 5 1.00-1.30 (2H, m) , 1.60-1.80 (8H, m) , 2.27 (3H, s) , 2.6 
0-2.80 (2H, m), 2.87 (2H, t-like, J = 5.2 Hz), 3.05 (2H, t-like, J = 5.2 
Hz), 3.46 (2H, s), 3.79 (2H, s) , 3.97 (2H, t, J = 5.6 Hz), 4.00-4.20 (2 
H, m), 6.58 (1H, dd, J = 8.0, 2.4 Hz), 6.72 (1H, d, J = 2.4 Hz), 6.88 (1 
H, d, J = 8.0 Hz), 7.05-7.30 (4H, m) . 

[0 10 8] 
##M9) 

t-zf^JV 4 - [2 - [ [3 - [ (2-^fA7i-^ -2, 3, 4 

, Fd-1 H— 3 —<yXT-t£¥>- 7 — f;i/] ^-^pi/] 

- 1 -tf/^U Vy-tJ)\s-&*ris I/ — h 
[ft 8 3 ] 




#tM6) T'ffc7-tK03F>>-3- [ (2-^f^/7i-;i/) - 
2, 3, 4, 5-rh7HKn-lH-3-^>XTt*^V (0. 2 3g) 

v^. ##«m £mm<Dmtt*ft?zLtiz£>). mmit&m (o. 29 g ) & 

X H NMR (CDCI3) 8 1.02 - 1.27 (2H, m) , 1.46 (9H, s) , 1.55-1.79 
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(5H, m), 2.39 (3H, s) , 2.56 - 2.89 (10H, m) , 3.54 (2H, s) , 3.92 - 4.17 
(4H, m), 6.57 - 6.67 (2H, m) , 6.98 (1H, d, J = 8.1 Hz) , 7.05 - 7.37 (4H, 
■). 

[0 10 9] 
##M1 0) 

3- [ (2-^^;i/^i^;i/) -7- [2- (4— tf^u^-;v) x h 

^Pi/] -2, 3, 4, 5 — r- h^t:Fn-lH— 3 — K>Xy-fe*tf > 
[ft 8 4 ] 



##M9) T'^fct-^;!/ 4- [2- [ [3- [ (2—*^)V7*-)\s) * 



] ;T3fS/] x^;i/] - 1 — tr^U P>^Jl^Z/U- h (O. 2 3g) £/§V%T 
. ##M8) £|i^l©^&f?-5r£iCj:lK mmit&Wl (O. 185g) » 

X H NMR (CDClg) 5 1.10 - 1.33 (2H, m), 1.60 - 1.83 (3H, m), 1.92 
- 2.08 (2H, m), 2.39 (3H, s) , 2.50 - 2.77 (7H, m) , 2.78 - 2.90 (4H, m) , 
3.02 - 3.17 (2H, m), 3.53 (2H, s) , 3.97 (2H, t, J = 5.9 Hz), 6.57 - 6.6 

9 (2H, m), 6.98 (1H, d, J = 8.0 Hz), 7.11 - 7.22 (3H, m) , 7.25 - 7.37 (1 

H, m). 

[0 110] 
1 1 ) 

t-^JV 4- [3- [ [3- (7iljP^f;i/) —2, 3, 4, 5 — r h ^ t 

Kn-i H-3-^>X7lftf >-7->f;i/} ^nif;i/] -l-bf^u 




-2, 3, 4, 5— rf^blFa 



1 H— 3 — 



-7 — f ;i/ 



7 7 
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lit 8 5 ] 




#%M4 ) T-mtc 7 — H KD3fS/-3 -7i-Wf;i/~ 2, 3, 4, 5 — 5 1 
b5HFn-lH-3-'<>X7^> (0. llg) &MV*T, ###J7) £ 

RietcDjaf^&ff^riiJcj:*;, m.m^m (o. n g ) &«i*wiifciT 

! H NMR (CDClg) 6 0.97 - 1.23 (2H, m), 1.30 - 1.48 (12H, m), 1.5 
8 - 1.86 (4H, m), 2.54 - 2.77 (6H, m) , 2.80 - 2.92 (4H, m) , 3.63 (2H, s) 
, 3.91 (2H, t, J = 6.4 Hz), 3.98 - 4.16 (2H, m) , 6.57 - 6.66 (2H, m) , 6. 
97 (1H, d, J = 7.7 Hz), 7.21 - 7.38 (5H, m). 
[0 111] 
1 2 ) 

3- (7nin;i/^^;i/) —7- [3- (4 -fcT -futi**/] —2, 
3, 4, 5—^- h7t Fn-1 H-3-^>X7i?'t°> 
Ut8 6] 




l) t->r^;i/ 4- [3- [ [3- (:7i^;i/*^;i/) - 

2, 3, 4, 5— r h^t: FD-1 H-3-/OXTiftT>— 7->f;i/] ^-^PS/ 

] y/"atf;i/] -l-tr^y s/i/- 1* (o. i5g) &mv>t. ## 

#9 8) tmmvmtzfiozmzj: *j, mmit&yo (o. ng) &«rtM&i:b 

J H NMR (CDC 1 3 ) 6 1.03 - 1.49 (5H, m) , 1.63 - 1.99 (5H, m) , 2.49 
- 2.69 (6H, m), 2.78 - 2.93 (4H, m) , 3.01 - 3.19 (2H, m) , 3.63 (2H, s) , 
3.90 (2H, t, J = 6.2 Hz), 6.56 - 6.68 (2H, m) , 6.97 (1H, d, J = 7.7 Hz) 
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, 7.20 - 7.40 (5H, m) . 

[0 112] 
##M 1 3 ) 

t-^/i/ 4-[2-[ (2-[(2-^f;i.7i-;i/) ^f;i/]-2, 3, 4, 
5-rh7t:Fn-l H — 2-^>X7t*tf> - 8 ->f ;H;*3f */] x^/b] - 1 

[fl:8 7] 




Me 



##M 2 ) X*mt^ 8-fc: Fn3f£/- 2- [ (2 -^^^^i-;!/) yL^jv]- 
2, 3, 4, 5 -r KD - 1 H - 2 -^>X7t*lf> (3.94g) £/@^T 

. ##^7) £mme>mftzftz>z.}nz£v, mmit^m (4. 8i g ) g^fi 

J H NMR (CDCI3) 8 1.05-1.30 (2H, m) , 1.46 (9H, s) , 1.60-1.80 (7H, m) , 2. 
28 (3H, s), 2.60-2.80 (2H, m) , 2.86 (2H, t-like, J = 5.4 Hz), 3.07 (2H, 
t-like, J = 5.2 Hz), 3.49 (2H, s) , 3.81 (2H, s) , 3.95 (2H, t, J = 5.8 Hz 
), 4.00-4.20 (2H, m), 6.54 (1H, d, J = 2.6 Hz), 6.67 (1H, dd, J = 8.0, 2 
.6 Hz), 7.05 (1H, d, J = 8.0 Hz), 7.10-7.30 (4H, m) . 

[0 113] 
##M 1 4 ) 

2- [ (2 -**Jb7 *?-M- 8- [2- (4 - fcT/< y .=l h 

>>] -2, 3, 4, 5-rh7t: Kn- 1 H- 2-^>>Cyif tf> 
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[ft 8 8 ] 




Me 



###11 3) t#fet-^f;i/ 4 - [2 - [ [2-[ (2 -^^;V^ain;i/) 
*3-M-2, 3, 4, 5-fh5HKD-lH-2-'«>X7^>-8->f 
;i/]yf3fS/] xf;i/] - 1 -tf/^U s;>*^/jK#S/-I/- h (4.81g, lO.lmmol) 

v>x> ##M8) nmmvmftzftoz.t^&v* mmit&ysis. 6ig) ^ 

*H NMR (CDC1 3 ) 5 1.05-1.30 (2H, m) , 1.50-1.95 (8H, m) , 2.28 (3H, s) , 2. 
50-2.70 (2H, m), 2.86 (2H, t-like, J = 5.4 Hz), 3.00-3.15 (4H, m) , 3.46 
(2H, s), 3.81 (2H, s), 3.94 (2H, t, J = 6.2 Hz), 6.54 (1H, d, J= 2.6 Hz) 
, 6.67 (1H, dd, J = 8.1, 2.6 Hz), 7.04 (1H, d, J = 8.1 Hz), 7.09-7.32 (4 
H, «). 

5c*#*Hfi C 25 H 34 N 2 0i:bT 

#f-JMt:C, 79.32; H, 9.05; N, 7.40. 
MfkfezC, 79.00; H, 9.15; N, 7.32. 
[0 114] 
1 5 ) 

t-ttJI/ 4- [3 - [ [3- [ (2— *?-;V7 3L—}l/) *?-)V] -2, 3, 4 
, 5-rh7HFD-lH-3-^>X7fbf>-7-^;i/] z/UifJV 
] - 1 -ifKV i/yjj)Vtf*ris V- V 
[ft 8 9 ] 




#M6) T#fe7-tl Kn^r*/— 3— [ ( 2 x^;i/) j*^] - 

8 0 ffiSE#^ 11-3079379 
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2, 3, 4, 5-^ h^t Kn— 1 (0. llg) 

^T> ##M7) ^^©i^fc^ZlillCj: y, mm^m (0. 15g) ^ 

X H NMR (CDClj) 5 0.99 - 1.22 (2H, m), 1.29 - 1.50 (12H, m), 1.5 
3 - 1.87 (4H, m), 2.39 (3H, s) , 2.54 - 2.90 (10H, m) , 3.53 (2H, s) , 3.91 

(2H, t, J = 6.4 Hz), 4.00- 4.17 (2H, m) , 6.57 - 6.67 (2H, m) , 6.98 (1H, 

d, J = 8.1 Hz), 7.10 - 7.22 (3H, m) , 7.24 - 7.36 (1H, m) . 
[0 115] 
##M 1 6 ) 

3- [ (2-*^)V7 ol-M -7— [3- (4 -tf^U ZfU 

iK3r2/] -2, 3, 4, 5— "rb^t Fn-1 H-3-/<>X7t* tf> 
[ft 9 0] 

5) Vmt^t-^JV 4- [3- [ [3- [ (2-*7-J17ol-)1) 
-2, 3, 4, 5-rh7kFD-lH-3-/<>X7t*lf>-7 — f 
sT^S/] ^Dbf;i/] - 1 -bf^U ^>^;b^^r^lx- h (O. 14g) 
VMT, ##M8) tra«®ift^S:ff^Cl tiZ£ 5&jBft-£# (0. 10 5g) 

J H NMR (CDC 1 3 ) 6 1.00 - 1.46 (5H, ■) , 1.58 - 2.03 (5H, m) , 2.39 

(3H, s), 2.42 - 2.89 (10H, m) , 3.02 - 3.18 (2H, m) , 3.53 (2H, s) , 3.91 

(2H, t, J = 6.4 Hz), 6.56 - 6.67 (2H, m) , 6.98 (1H, d, J = 7.7 Hz), 7.02 
- 7.21 (3H, m), 7.24 - 7.37 (1H, m) . 
[0 116] 
1 7 ) 

t-^;i/ 4 - [2- [ [3 - (7iHMf;i/) -2, 3, 4, 5-^h^fc: 

Kn-l H-3-/<>X7'-t?^>-7--f;i/] -l-tf^U^ 

8 1 ffii£4f *P 11-3079379 
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[it 9 1 ] 




##M4) Ti^c 7-kKn^rJ/-3-7x f 2 , 3, 4, 5 — -x- 

h7t FD- 1 H-3-^>X7ftT> (0. 2 5g) £Jg^T, ##M7) £ 
H«©iftf^€:fT^ii:JC* *J> mmit^m (0. 36g) lfi«SiM«i:bT 

1 H NMR (CDClj) 5 1.03 - 1.28 (2H, m) , 1.45 (9H, s) , 1.50 - 1.79 

(5H, m), 2.55 - 2.92 (10H, m) , 3.64 (2H, s) , 3.91 - 4.16 (4H, m) , 6.56 
- 6.67 (2H, m), 6.97 (1H, d, J = 8.1 Hz), 7.21 - 7.38 (5H, m) . 
[0 117] 
8) 

3- (7 *—JU*3-JV) -7— [2- (4 — tf/<y v=. ;i0 lh=Jfi/] -2, 3 
, 4, 5 h5t Fn-lH-3 — K>XTif tf> 
[ft9 2] 




##M17) T^7^t-^;i/ 4- [2- [ [3- (7ii;Wfil/) -2, 

3,4, 5— 5^h^t: Kd-1 H— 3— KyXYM ify— 7— -iM x 
— i-tr*y s»#/b3tf3fS/u- h (o. 3 4g) &mvm:, ##098) 

£EI#©»f1s&*T3ii:K:J:*;, ^jg-ffc^W (0. 2 6 5 g) 

X H NMR (CDC 1 3 ) 8 1.40 - 2.08 (8H, m), 2.68 - 3.00 (10H, m) , 3.3 
0 - 3.46 (2H, m), 3.81 (2H, s) , 3.95 (2H, t, J = 5.7 Hz), 6.55 - 6.65 (2 
H, m), 6.97 (1H, d, J = 8.4 Hz), 7.28 - 7.38 (5H, m) . 
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[0 118] 
1 9 ) 

2, 2, 2- hV7)l7tU- 1- (7 3, 4, 



3- (NU7MD7tf;i/) -2, 3, 4, 5-rh5t Fn-lH-3- 
^>X7t*I^> - 7 - XMn-;^ n 'J K (lO.Og, 29.3mmol) (DWW. (80ml) 

mmizmf&3i ao g , i53mmoi) izmtl. i o^r«i^bt 0 mi&mzmmz. 
M*mm*?>r*isV2±7:nMqk. mm^n&r^^h. mmit&m (6.35g) &m 

p 8i-85x:©^MSi: lint. 

h NMR (CDC1 3 ) 8 2.85-3.00 (4H, m) , 3.42 (1H, s) , 3.60-3.80 (4H, m) , 6. 
95-7.15 (3H, m). 

^m^ffim C 12 H 12 F 3 N0S -H 2 0^1T 

ff-^C-ffi: C, 49.14; H, 4.81; N, 4.78. 

HJSUB : C, 49.22; H, 4.06; N, 4.85. 
[0 119] 
##M 2 0 ) 

t-^JV 4- [2- [ [3- (h'j7;i/tD7tfA) -2, 3, 4, 5- 
■xh^t: K □ — 1 H — 3 — -K> XT if fc? > — 7 — i )V\ x;i/7 7-;i/] 
- l -if^y i/- h 

[ft 9 4 ] 



$#M19) T'#fe2, 2, 2-hU7MD-l- (7-^;i/7 7-Jl/-2 



fcKD-lH-3- 



>-3->f;i/) - 1 7 > 



Ht9 3) 





8 3 
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, 3, 4, 5-rh7t: KD — 1 H— 3 —s<yXTl£\±y — 3 — )l>) — 1 — x 
(2.41g, 8.75mmol) ©N, N — f;i/*;^7 ^ F^^fC, t--f^ 

;v 4- (2-a-Kxf/i/) - i -tr^y s;^*;i/3jc*s/i/- h (2.97g, 8.7 

6mmol) feJ:Ot^*ftift*y fi* (1«) M-e2«rIffl«i¥bfe. 

. #6ti^S&i/'J*W7A?D7h^77-f- (MH8?§$S ; '\3f1?->- 
g^x5 L ;l/=4 : 1) ICJ:»J»KLT, ^JH-ffc^ft (3.49g) £m P 100-102T3 
LT#fc. 

J H NMR (CDCI3) 6 1.00-1.20 (2H, m) , 1.45 (9H, s) , 1.50-1.75 (5H, m) , 2. 
55-2.80 (2H, m), 2.85-3.00 (6H, m) , 3.60-3.80 (4H, m) , 4.00-4.15 (2H, m) 
, 7.00-7.20 (3H, m). 

ffS-fit: C, 59.24; H, 6.84; N, 5.76. 

C, 59.21; H, 6.79; N, 5.75. 
[0 12 0] 
<M£«2 1) 

t-^;i/ 4- [2- [ (2, 3, 4, 5-fb7tKn-lH-3-K>X 

Tife>- 7->f;i/) x^;i/| - 1 -if^y ^>;2J;l/**3 i £/l/- 

[ft9 5] 



##M2 0) -cfcfc t-^;i/ 4 - [2- [ [3- (hU7;i/^nrtf;p 

) -2, 3, 4, 5 -5=- h5fc Kn- 1 H- 3 -/<>XTiffcf>- 7 — r;H * 
^77-*] X^;i/] - 1 -fcT^'J ^>*;i/7K^r^b- h (1.70g, 3.49mmol) 

(20ml) JC, * (10*1) IS ZZftifiafeWtfl »J * -k**?* (10ml) 




8 4 
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e 

l.sog) zfB&mft®}£LTmt~. 

h NMR (CDCI3) 6 1.00-1.20 (2H, m) , 1.45 (9H, s) , 1.50-1.75 (5H, m) , 2. 
00-2.20 (1H, br), 2.55-2.80 (2H, m) , 2.80-3.00 (10H, m) , 3.95-4.15 (2H, 
m), 7.00-7.10 (3H, m) . 
[0 12 1] 

##M 2 2 ) 

t-y^;i/ 4 - [2 - [[3 - (y^-jv^^jv) -2, 3, 4, 5-fh7 
tFn-iH-3 -^yXTM^y- 1 --f;i/] a:^] - 1 - 

Ut9 6] 




^ft'O^I/ (0.503ml, 4.23mmol) 2 1) T*#£ t-^/l, 4 

- [2- [ (2, 3, 4, 5-f h7tFD-lH-3-^>X7t't°>-7- 

x;i/7 7-M - 1 -tr^y ^>^;i//jfdri/ h (i.50g, 3.8 

4mmol) fcjfcgftjby tfi* (2.5g) (D^^J-Jl (50ml) li^glC^T^T L£ 

7^*i/>?At«, ?tg££^i±T^£Lfco #£>4lfc^S£^U XtfJlJ]'? 
A^D7b^77>f- (Jg^^ ; ^^r-b->-^x^;i/= 3:1) ICJ: *J*f§g 
It, mmit^m (1.52g)£4ff&?|j^3 tltife. 

X H NMR (CDC1 3 ) 5 1.00-1.20 (2H, m) , 1.45 (9H, s) , 1.50-1.80 (5H, m) , 2. 
50-2.80 (6H, m), 2.80-3.00 (6H, m) , 3.63 (2H, s) , 3.95-4.15 (2H, m) , 6.9 
5-7.10 (3H, m), 7.20-7.40 (5H, m). 
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[0 12 2] 

^2 3) 



3- -7 - [ [2 - (4 -fcr-^y x;i/77 

-2, 3, 4, 5 -f^ h^tl Kn- 1 H- 3 -^>XTiftf> 2J&ge& 
[ft 9 7] 




♦2HCI 



##M2 2) -e#fct-^;i/ 4- [2- [ [3 -^x^;i/^^;i/- (2, 
3, 4, 5-rh7fcKn-lH-3-/<>X7if^>-7->f;i/) ] ^;i/77 

X^;i/] - 1 - tf^V i/yftJVtflri/U- h (1.52g, 3.16mmol) ©l^! 

;-jvmm (30mi) ic4^^b^ (Mm^;^^ 30mi> *iNz-. mux* 
l&mmwbfc. mm^m&rm^ht^ ^2£^#y ^A^-er^utt 

y, mmit'&m<D7V-i&&ft a.2i e ) £*tfi$tfpR«i:i,T#fc. 

J H NMR (CDC1 3 ) 6 0.95-1.20 (2H, m) , 1.40-1.75 (5H, m) , 1.80-1.90 (1H, b 
r), 2.45-2.70 (6H, m) , 2.80-3.10 (8H, m) , 3.62 (2H, s) , 6.95-7.10 (3H, 
m), 7.20-7.40 (5H, m) . 

±ffi7U-|&3£# (240mg) (Dl^;-;i/M5:2§I©M*i (x*y- 
mmit^m (240mg) £m P 2461C (dec.) 0*Mii:bt 

TC^^ffi C 24 H 32 N 2 S • 2HC1 • 0.5H 2 0£ LT 

fff^-fit: C, 62.32; H, 7.63; N, 6.06. 

ggStfl : C, 62.83; H, 7.65; N, 6.44. 
[0 12 3] 
##M2 4) 

t-^;i/ 4- [2- [ [3- (bU7MD7tf;i/) -2, 3, 4, 5- 

8 6 £BfiE4$¥ 11-3079379 
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f h7tKD-iH-3-/<>X7^>-7->f;i/] ;H 

[ft 9 8 ] 




o 



m-^nnil^S§^ (683mg, 3.95mmol) ##M 2 0 ) l?#fet-^;i/ 
4 - [2 - [[3- (MJ 7 JV^r □ 7 "fe ^ -2, 3, 4, 5-fh7tK 

n- l h- 3 -/OXTif 10- 7 -^f;i/] 7;b77-^] -l-tf^ 

U ^>*;i/3i<^ri/ I/— h (1.70g, 3.49mmol) ©^nn^;i/A (30ml) ?§?&IC^ 

h U >7 AtK^M, fcJ:tfffiftitf&#T'JE#c«fei*U 7^ * is V AT^i 

^, *«&«BETe*l/fc. tt&ftfcSfi&S/y ijtfJVjtj^&tw? S^77>f 

- (®5§^;^^r-9->-^M^^;i/=i : 4) icj:y3»«i,T, mm^m ( 

1.7lg) SjfcfeMfttbTftfe. 

X H NMR (CDC1 3 ) 8 1.00-1.20 (2H, m) , 1.44 (9H, s) , 1.50-1.80 (5H, m) , 2. 
55-2.90 (4H, m), 3.00-3.15 (4H, m) , 3.65-3.90 (4H, m) , 4.00-4.15 (2H, m) 
, 7.25-7.45 (3H, m) . 
[0124] 
2 5 ) 

t-^)V 4- [2— [ (2, 3, 4, 5 — r h7k FD- 1 H- 3 -'OX 

T-if to- 7 -4M m=f-)V\ - i -tf^y isy jjjvtf Crisis - 

h 



8 7 
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[ft9 9] 



HN 



T 



#%M 2 4 ) T-#£t-:/^;i/ 4- [2- [ [3- (h'j7;i/tnrt^ 

) -2, 3, 4, 5-f h^fc KD- lH-3- / <>X7t*t?>-7 — f ZK 
)iyj-;v] x^-/l/] - 1 - fcf ^ U i/>^;i/7J?^r t/ h (1.70g, 3.38mmol) 

X H NMR (CDClg) 8 1.00-1.20 (2H, m) , 1.44 (9H, s) , 1.50-1.80 (5H, m) , 2. 
00-2.10 (1H, br), 2.55-3.10 (12H, m) , 4.00-4.15 (2H, m) , 7.20-7.40 (3H, 
m). 

[0125] 

##M2 6) 

X—f^Ji/ 4- [2- [ [3- (7 sl — )V) -2, 3, 4, 5-T-h^ 

m Kn- 1 h- 3 -/OXTifif >- 7 ->f/i/] ^;v^-f-;i/] x^-;b] - 1 - 
Ut 1 0 0 ] 



##M2 5) t#fct-yf^/ 4- [2- [(2, 3, 4, 5-fh7tF 

d - 1 H- 3 -s<yXTl£¥ >- 7 ->f;i/) ^;i/7>f-^] -l-t:^ 

U S^*;!/^^ Is- h (1.50g, 3.69mmol) , & Ztf^t^y i? JV (0.483ml, 
4.06mmol) £/j^T. 2 2 ) £ ^©H^ <Mf O Z. £ \Z J: *K ^mit^m 

(1.39g) &|«|^LT#fe, 
J H NMR (CDClg) 5 0.95-1.20 (2H, m) , 1.44 (9H, s) , 1.50-1.80 (5H, m) , 2. 
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50-2.85 (8H, m), 2.90-3.05 (4H, m) , 3.63 (2H, s) , 3.95-4.15 (2H, m) , 7.1 
5-7.40 (8H, m). 

[0 12 6] 

##0H2 7) 

3- (-7jl-JV^^-JI) -7 - [ [2- (4 -tf^U V-)]/) 

-;H -2, 3, 4, FD- 1 H-3-^>XT-fe'tT> 2 

[fbioi] 



##M2 6) T#fet-y^;i/ 4- [2- [[3- -2 
, 3, 4, 5 -T- h^n Kn- 1 H- 3 -K>X7^ tf>- 7 ->f/i/] xjiyj 

- 1 -fcT^y ^>#;i//#3r$/lx'- h (1.39g, 2.77mmol) 
T\ ##M2 3) £H#®i6f?;S:fJ5ii:K:jty, SlMffi7'J-i|ift ( 
1.03g) &^^%i:bTfife 0 

J H NMR (CDCI3) 8 1.00-1.20 (2H, m) , 1.40-1.75 (5H, m) , 1.80-2.00 (1H, b 
r), 2.45-2.70 (6H, m) , 2.75-3.20 (8H, m) , 3.63 (2H, s) , 6.95-7.10 (3H, m 
), 7.15-7.40 (5H, m). 

±m7V-t&m& (2oom g ) <j)3L* j -jb&m* 2 j - 

)mm) t^ib, mmit&m (224m g ) ^M# H TO*i: it#fc„ 

TC^^-^ffit C 24 H 32 N 2 0S • 2HC1 • H 2 0£ IT 

fUMt : C, 59.13; H, 7.44; N, 5.75. 

MWiU : C, 59.05; H, 7.46; N, 5.34. 
[0 12 7] 
#%M2 8) 

t-zf?-)l 4- [2- [ [3- (h';7MD7tf^/) -2, 3, 4, 5- 
fh7tKn-iH-3-'<>X7t'tf>-7— f;i/] :r^;i/] - 




8 9 
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[ftl0 2] 




m-2 U um^c^m (1.24g, 7.18mmol) #^M2 0) T?»fct- ^/l/ 
4- [2- [ [3- (hi) 7MD7tf;i/) -2, 3, 4, 5 -7" h^ti K 

d- 1 h- 3 -Kyxm hf>- 7 ->r;i/] x;i/7 7-;i/] -i-tf^ 

U Vl/jj fr^^ci/ ls—h (1.40g, 2.88mmol) (D#UUfc)l2* (10ml) *§?glC^ 

(®^s^^ ; s\2r-9->-mm^?-»= 1 : 1) iz&vmmisX. mmit^ a. 

49g) SI6iWi:l/Tft. 

h NMR (CDC1 3 ) 5 1.00-1.20 (2H, m) , 1.44 (9H, s) , 1.50-1.80 (5H, m) , 2. 
50-2.75 (2H, m), 3.05-3.20 (6H, m) , 3.70-3.85 (4H, m) , 4.00-4.15 (2H, m) 
, 7.37 (1H, dd, J = 8.2, 5.6 Hz), 7.65-7.75 (2H, m). 
[0 12 8] 
2 9 ) 

t-y^;i/ 4- [2- [ (2, 3, 4, 5-ff5HKn-lH-3-/<>X 

y^y- 7 --f ;i/) *;i>rtx:=.;i/] x^;i/] - 1 -if^U b 

[ftl0 3] 




##M2 8) x^fet-^;!/ 4- [2- [[3- (b'J7Mn7tf;v 

) -2, 3, 4, 5-fh5t Kn-lH-3-^>X7iflf>-7-^;i/] * 

9 0 ffiSE#¥ 11-3079379 
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)Vfc—)V] X?-/!/] - 1 -If^U h (1.53g, 2.95mmol) £ 

MV%T, ##M2 1) ^Il«|(D^$:4Te)^i:lCj: U, Mft^ (1.25g) £m 
P 102-103r<JDMfe^^i: LT#£„ 

J H NMR (CDC1 3 ) 8 0.95-1.20 (2H, m) , 1.44 (9H, s) , 1.50-1.75 (5H, m) , 1. 
80-1.90 (1H, br), 2.55-2.75 (2H, m) , 2.85-3.15 (10H, m) , 4.00-4.15 (2H, 
m), 7.25-7.30 (1H, m) , 7.60-7.65 (2H, m) . 
KmftffiM C 22 H 34 N 2 0 4 S£bT 

ff : C, 62.53; H, 8.11; N, 6.63. 

M^W. : C, 62.63; H, 8.18; N, 6.45. 
[0 12 9] 
##M 3 0 ) 

t-^^JV 4- [2- [ [3- (y^-JV^^-JV) -2, 3, 4, 5 --r h5 
Fn- l H- 3 -K>XTif hf >- 7 -^r;i/] - ;u] - l - tf 

[fbl04] 




Wct-^;i/ 4- [2- [(2, 3, 4, 5-f b7tK 

n- l H- 3 7 ->f x;vjJn~;i/] x^;i/] - 1 -tr^y 

S»3&/b3i?3r$/l/- h (1.43g, 3.38mmol) J: t5^<t^ > S/W (0.443ml, 3.72 
mmol) fcffl^T, 2 2 ) £ |3$(Z)£gffE £f? ? 3 £ IC <fc »J , ^ffl-ft^* (1. 

35g) &MMti:ltffc„ 

h NMR (CDClg) 5 0.95-1.20 (2H, m) , 1.44 (9H, s) , 1.50-1.80 (5H, m) , 2. 
55-2.75 (6H, m) , 2.95-3.15 (6H, m) , 3.64 (2H, s) , 3.95-4.15 (2H, m) , 7.2 
0-7.40 (6H, m), 7.55-7.70 (2H, m) . 
[0130] 
3 1 ) 

9 1 ffi!E#¥ 11-3079379 
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3- (y zl—jvz^jv) - 7- [ [2- (4 - tf^u V— ;i/) :n^;i/] 

-2, 3, 4, 5 --r h^t: Kn- l H- 3 -KyXrM \Zy 
[ftl0 5] 




##M3 0) i?*#fct-y^;b 4- [2- [[3- (:7x~;i/*^-;i/) -2 
, 3, 4, Kn-i H-3-s<yXTi£¥>-7 

)V] X^;i/] - 1 -tfKU ^>^7;b/^^i/ l/- h (1.35g, 2.63mmol) Sr^T 
. ##M2 3) Hmm<DMftZ'4?dZ.t.lZ£V^ MM4t-&%3 (1.08g) 

h NMR (CDClg) 8 0.95-1.20 (2H, m) , 1.35-2.00 (6H, m) , 2.40-2.75 (6H, m 
), 2.90-3.20 (8H, m) , 3.64 (2H, s) , 7.20-7.40 (6H, m) , 7.55-7.70 (2H, m) 

[0131] 
#fW3 2) 

8--hn-l, 3, 4, 5-^b^tKD-2H-2-^>XTiftf>-2- 
[ftl06] 




l, 3, 4, Fn-2H-2-^>XT-fe*^°>-2-^;i//KT;i/ 

ftF (10. Og, 57.1mmol) (100ml) Sg^^U^A (6.4g, 63 

.3mmol) £ 0 °C fC T^STo ADX., 3 B#|g}If# Lfco 

T?f£^, *tg££MEbT^£U &mfc&m<Dm£.f&m (7.36g) £$>|tfe@flE 
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A H NMR (CDC1 3 ) 5 1.80-1.95 (2H, m) , 3.11 (2H, t-like, J = 5.4 Hz), 3.71 
(2H, t-like, J = 5.4 Hz), 4.62 (2H, s) , 7.31 (1H, d, J = 8.4 Hz), 8.00- 
8.10 (2H, m), 8.23 (1H, s) . 
[0 13 2] 
3 3 ) 

8-—hU-2, 3, 4, 5 -7- h^k KO - 1 H- 2 -^>X7t'lf> 
Utl 0 7] 




##i3 2) 8 -— hU- 1 , 3, 4, 5-f h7tKn-2H-2- 

fc?>- 2 -jtj/l/stfy/l/^li K (3.00g, 13.6mmol) (30m 

i) &tttc»£3fc (70mi) ztox.. 2#H2nS&*iSLfc. ;*#y-;i/£^jET^ic 

st-si:, mmft&%KDm*iimm (2.22g) &tfei^ttx#fe 0 

1 H NMR (CDClg) 8 1.50-1.90 (3H, m) , 3.04 (2H, t-like, J = 5.4 Hz), 3.24 
(2H, t-like, J = 5.4 Hz), 4.02 (2H, s) , 7.30 (1H, d, J = 9.2 Hz), 7.95- 
8.05 (2H, m). 

[0 1 3 3] 



##M 3 4 ) 




-2, 3, 4, 5-fh7tKD-lH- 



##M3 3) TM&fc, 8- 



^ h □ - 2 , 3, 4, 5-fh7tFD-lH-2 
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-"*>X7i?fcr>©ffi£jifcft (2.22g, 11.5mmol) £ & Tf&4fr<y VJV (1.51ml, 
13.9m.ol) &JgV*T\ ##M2 2) £ mm<Dmft&1f$ ' £. IZ «fc V , ^jg-ffc^ 
(520mg) l:M@fti:bT#fc 0 
X H NMR (CDC1 3 ) 8 1.70-1.90 (2H, m) , 3.02 (2H, t-like, J = 5.4 Hz), 3.13 
(2H, t-like, J = 5.4 Hz), 3.55 (2H, s) , 3.92 (2H, s) , 7.20-7.40 (6H, m) 
, 7.79 (1H, d, J = 2.6 Hz), 8.02 (1H, dd, J = 8.0, 2.6 Hz). 

[0 13 4] 
##M3 5) 

8-T$ J-2- (7i-^/^f;i/) -2, 3, 4, 5-fh7tKD-lH- 
[ftl0 9] 




##M3 4) -vrntc 8-r.hn-2 - (yjL-;i*?-JV) -2, 3, 4, 5- 
7- V s ? H KD - 1 H- 2 -K>X7t*hf y (200mg, 0.79mmol) 0)WW. (10ml) 
mmzm^ (3g, 47mmol) fcflOx., 3 0»ilSLt o @^%$:zgig{CT 

LT, (138mg) ^IfeMi^ltUfc. 

X H NMR (CDCI3) 5 1.60-1.80 (2H, m) , 2.80 (2H, t-like, J = 5.4 Hz), 3.07 
(2H, t-like, J = 5.4 Hz), 3.20-3.60 (2H, br) , 3.53 (2H, s) , 3.78 (2H, s 
), 6.31 (1H, d, J = 2.6 Hz), 6.47 (1H, dd, J = 8.0, 2.6 Hz), 6.92 (1H, d 
, J = 8.0 Hz), 7.20-7.40 (5H, m) . 

[0 13 5] 
0#flj[3 6) 
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S-y-frf-fr- 1, 3, 4, Fn-2H-2-^>XTiffcf>-2 
[ft 1 1 0 ] 



1, 3, 4, Kn-2H-2-/<>XTif^>-2-*;i/7j<T;i/ 
f (5.00g, 28.5mmol)53cfct>^ftTi2^;i/ (2.23ml, 31.4mmol) <DV9U 
D l^> (25ml) ?§?£{C. i^ftT;b^— VI* (13. 3g, 99.7mmol) 

x^;i/) JCfcySJSLT, *jBft^« (3.04g) 5:MWi:btffc„ 

h NMR (CDClg) 8 1.80-1.95 (2H, m) , 2.59 (3H, s) , 3.00-3.10 (2H, m) , 3. 
68 (2H, t-like, J = 5.6 Hz), 4.61 (2H, s) , 7.20-7.30 (1H, m) , 7.81 (1H, 
dd, J = 7.8, 2.0 Hz), 7.94 (1H, d, J = 2.0 Hz), 8.03 (1H, s) . 
[0 13 6] 

mmm 3 7 ) 

2-*/l/£/l/-2, 3, 4, 5 - f h7b KH - 1 H - 2 - ^>X7t*lf> - 8 

[ft 1 1 1 ] 



$t«3 6) t19fe8-7tf^-l, 3, 4, 5 — 5 s - h5t FO- 2 H- 2 
-^>XTif tT>- 2 -T^l/Jtfy;!/-?^ K (5.00g, 28.5mmol) ©1,. 

(50ml) «f?RtC*Sftft^ h V VI* ikmffi. (4.8g / 70ml) &#D;*.fc 0 
, *^(2.14ml, 41.6mmol) ^-1 51CT^TU 0 V, T* 3 0 #B3J*#P b 7 

(5mi) &jna.i o#ia*#Lfc«, »bet*i*u h^x^t-s^l 
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x-^-n/TfJK&Sfe^, jaie-r*c:i:tcj:y, mmitiam (i.95g) 

X H NMR (CDClg) 5 1.80-1.95 (2H, m) , 3.00-3.10 (2H, m) , 3.69 (2HX3/5, t 
-like, J = 5.4 Hz), 3.85 (2HX2/5, t-like, J = 5.4 Hz), 4.53 (2HX2/5, s 
), 4.63 (2HX3/5, s) , 7.20-7.30 (1H, m) , 7.85-8.20 (3H, m) . 

[0 13 7] 
##M 3 8 ) 

2- (7 -2, 3, 4, 5-rh5tFn-lH-2 -K>X7 

■W>- 8 -Xfrtfym 

[ft 1 1 2 ] 



1) ##M3 6) T'Hfc8-7i2f^-l, 3, 4, 5-fh7tKD-2 
H- 2 -/<>X7if tf>- 2-*;i/^T;i/5 s t K (1.90g, 8.67mmol) Jc*g^^ 
(100ml) &JD^., 8 0 1CT? 2 BifHSt#Lfc. gift* «flET«*r*S£ 
tlZ^V. 2, 3, 4, 5 -5^ h^fc Kn- 1 H- 2-^>vCyi£t?>- 8 
7l/sK>ifc (1.81g) ^SfttLtifc. 

2) 1) 2, 3, 4, 5 h^t Kn- 1 H- 2 -'OXTifVf 
>-8-*;i/^>^ &gft£ (1.50g, 6.59mmol) $5 £Z$Mits<Zs V JV (0.823ml 
, 6.92mmol) &Ev%T\ ##«2 2) t HI«iO*f^S:ff ? 3 t IC J: »J , 2 - (7 

i -;b^^-;i/) -2, 3, 4, 5-fh7t:FD-lH- 2 -^>x7-feffc: o >- 
8 - /o^juxt^ d.24g) ^m^m^tLxmr^a 

h NMR (CDClg) 8 1.80-1.95 (2H, m) , 2.85-3.00 (2H, m) , 3.15 (2H, t-like 
, J = 5.4 Hz), 3.53 (2H, s) , 3.93 (2H, s) , 5.35 (2H, s) , 7.20-7.90 (13H, 
■). 

3) 2) X-mtc.2- (7jz-JV*?-)V) -2, 3, 4, 5~fb7tKD- 
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1 H- 2 -/OXTiffcf >- 8 -jj)\si$>m Ky>J)\j 3^7,7- )\s (1.23g, 3.31m 
mol) J — )\/ (50m 1 ) ig^C 1 M^TKM^ h U V A?K?§$[ (50ml) $riflx. 

, Wiv^i/-)AT«, *§^£MffiT®£l>T, ^S^^l (804mg) 

*H NMR (CDC1 3 ) 6 1.80-2.10 (2H, m) , 2.80-3.10 (2H, m) , 3.30-3.60 (2H, m 
), 4.05 (2H, s), 4.70 (2H, s) , 7.10-8.10 (8H, m) . 
[0 13 8] 

##M 3 9 ) 

2-[ (4-7MD7i-;i/) *^M-8- [2- (4-tf^U^;i/) lb 
3fS/] -2, 3, 4, 5-fh7tFD-lH-2 -^>XT"fe'tf> 2i&^& 
[ftl 1 3] 




4 -yfrJruKyitfr^us. Ft 8-* h3r£/-2, 3, 4, 5-rh7fcF 
U- 1 H-2-/<>X7-tfbf>£jgv^ $#ID , 7 ) 

X H NMR (CDClg, Z7V-m.m 5 1.05-1.30 (2H, m) , 1.50-1.90 (6H, m) , 2.50 . 
-2.70 (2H, m), 2.85 (2H, t-like, J = 5.4 Hz), 3.00-3.15 (4H, m) , 3.49 (2 
H, s), 3.70-3.85 (4H, m) , 3.94 (2H, t, J = 6.2 Hz), 6.48 (1H, d, J = 2.6 
Hz), 6.67 (1H, dd, J = 8.2, 2.6 Hz), 6.90-7.10 (3H, m) , 7.20-7.30 (2H, 
n>). 

rt,Mft%TM C 24 H 31 FN 2 0 • 2HC1 • 0.5H 2 0£ LT 
ft^'fit : C, 62.07; H, 7.38; N, 6.03. 
£g&jt : C, 61.99; H, 7.70; N, 5.78. 

9 7 miiE^^ 11-3079379 
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[0 13 9] 
##M4 0) 

2-[ (4 -7;\,#u 7zl-;i) **M-7- [2- (4 - tf^u ih 

-2, 3, 4, 5 -^ h^H FP- 1 H- 2 -^>XT-fefe> 2%g|% 
[ft 1 1 4 ] 



4 -7MD^>^;^0 ^ K£7-* 2, 3, 4, 5-rh7tF 

D- 1 H-2 -/OXTiftf>^Mv>T. ##MD , ##M7) 

: H MR (CDClg, 7V-M) 8 1.05-1.30 (2H, m) , 1.50-1.90 (6H, m) , 2.50 
-2.70 (2H, m), 2.86 (2H, t-like, J = 5.4 Hz), 3.00-3.15 (4H, m) , 3.46 (2 
H, s), 3.65-3.80 (4H, m) , 3.99 (2H, t, J = 6.2 Hz), 6.59 (1H, dd, J = 8. 
0, 2.6 Hz), 6.72 (1H, d, J = 2.6 Hz), 6.81 (1H, d, J = 8.0 Hz), 6.80-7.0 
5 (2H, m), 7.40-7.50 (2H, m) . 
5x>m&%t 4& C 24 H 31 FN 2 0 • 2HC1 • 1 . 5H 2 0£ b T 
ft^ffi : C, 59.75; H, 7.52; N, 5.81. 
: C, 59.82; H, 7.57; N, 5.32. 
[0 14 0] 
##M4 1) 

2 -[[2- (N'j7Mn^f;i/) y zL-Mi-^M -7- [2- (4-t°^y 

ih^pi/] -2, 3, 4, 5-fh7tKn-lH-2-/OX7ftf 
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Mb i i 5 ] 




2- (l>>J7;^D^f^) ^>^;i/>^n^ Fil7-^ b^i/- 2, 3, 4, 

Fn-l H- 2 -'OXTiZt^fcJl^T, ##MD , ##M7 
) &<fctf###!8) fcH^fll^SrJK^Cff ^rfcic^y, ^«ft-&4fc€:*HMlMK 

*H NMR (CDClg) 5 1.05-1.30 (2H, m) , 1.65-1.85 (6H, m) , 2.50-3.20 (10H, 
m), 3.72 (2H, s) , 3.75 (2H, s) , 3.99 (2H, t, J = 6.2 Hz), 6.59 (1H, dd, 
J = 8.2, 2.6 Hz), 6.72 (1H, d, J = 2.6 Hz), 6.83 (1H, d, J = 8.2 Hz), 7. 
31 (1H, t, J = 7.6 Hz), 7.50 (1H, t, J = 7.6 Hz), 7.61 (1H, d, J = 7.8 H 
z) , 7.81 (1H, d, J = 7.8 Hz). 

[0141] 
##W4 2) 

2 - [ (4-7MD7i-;i/) **M-8 - [3- ( 4 - If ^ U V-Jl) ZfU 
#3f$/] -2, 3, 4, 5-fh7tFD-lH-2-/^X7t'^> 
[ft 1 1 6 ] 




4 --7 )^UKyV)V^U ^ ViL 8 h*ts-2, 3, 4, 5-ff7tF 
□ -1 H- 2-s<yXTH^>Zm^T. > ##M7) £J:tf#^0!J 

8) i:H#©SM££Jlg&fT5£fcfcJ:*K ^Mft^^mp 88-89rtf)Mfe^JI£ 

lift 

7t:^=&f'fii C 24 H 33 FN 2 0 • 0.5H 2 0 tit 
ttM : C, 74.04; H, 8.45; N, 6.91. 
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H^ffl : C, 73.82; H, 8.10; N, 6.74. 
[0 14 2] 

mmm 1 ) 

2 - [ (2 7 - [2- [l - [[2- (h'J7;i/tn^ 
f;b)7x-M -4 - tr^y s?— x h^r*/] - 2, 3, 4, 5-T-h 

Kn-i H- 2-/<>XTif tr> 2%Bfe& 
t-ffc 1 1 7] 



a' -^D^E-a, a, a - h U !7;i/;fr d ;* o - 3p 1/ V > (198mg, 0.8 

3mmol) ##i8) T*#fc 2 - [ (2 - JVy *^JU]-7- [2 

- 2?-7l/) Xh^ri/] -2, 3, 4, 5-fh7tKn-lH-2 



(25mi) (firamicM-eiRTUfc. i^&sisti owi#u mmzm 
-i^^x^;i/= 4 : i) iz&vmmisT. mmit&moy v (356m g ) 

X H NMR (CDClg) 5 1.20-1.80 (9H, m) , 2.00-2.15 (2H, m) , 2.28 (3H, s) , 2.7 
5-2.90 (4H, m), 3.06 (2H, t-like, J = 5.2 Hz), 3.46 (2H, s) , 3.63 (2H, s 
), 3.79 (2H, s), 3.98 (2H, t, J = 6.2Hz) , 6.60 (1H, dd, J = 8.2, 2.6 Hz 
), 6.72 (1H, d, J = 2.6 Hz), 6.88 (1H, d, J = 8.2 Hz), 7.10-7.40 (5H, m) 
, 7.50 (1H, t, J = 7.0 Hz), 7.60 (1H, d, J = 7.6 Hz), 7.82 (1H, d, J = 7 
.6 Hz). 

_tfE-7U-mS# (356mg) (D^Z J -)V^Wi*. 2 ^(D^tT^M (x* J - 
)VmW.) T't&ML. X^;i/X--r;t,;frP>3lfH[:^ (388mg) 




(300mg, 0.79mmol) V V A (500mg) <D T"fe h — h V )V 
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£ lift 

[0 14 3] 

7— [2- [1— [ (2-2UW7 -4 — tf^U x h 

*is] - 3- [ (2-^^;i/7ai^;i/) -2, 3, 4, 5-f b7tF 



n- 1 H-3 -^>xr-fe*tr> 2M1 

[ftll8] 



##M1 0) T'#fc3- [ (2-ifA7il^) -7- [2- (4 

-tf^U 2?— a: h3r£/] — 2, 3, 4, 5-fh7kKn-lH-3-/<> 
X71fH°> (0. 185g) £/B^T. MMM 1 ) £ ^©H-ft^f ? willed 

mmitut® (o. 2i g ) &«M*ttt#fe 0 

*H NMR (CDClg, 7U-M) 6 1.22 - 1.45 (2H, m) , 1.48 - 1.80 ( 
5H, m), 1.99 - 2.17 (2H, m) , 2.39 (3H, s) , 2.53 - 2.67 (4H, m) , 2.68 - 2 
.97 (6H, m), 3.53 (2H, s) , 3.60 (2H, s) , 3.97 (2H, t, J = 6.4 Hz), 6.57 
- 6.68 (2H, m), 6.98 (1H, d, J = 7.7 Hz), 7.08 - 7.37 (7H, m) , 7.48 (1H, 

dd, J = 2.2, 7.3 Hz). 
jiMfttixU C 32 H 39 C1N 2 0 • 2HC1 • H 2 0il IT 
tfW-U : C, 64.70; H, 7.30; N, 4.72. 
: C, 64.74; H, 7.57; N, 4.37. 
[0 14 4] 



7- [3- [l- (7zi—j],*^;\,) -4-tf^y V—n/\ ^n/K^S/] -3 — 
(7i-;^f;i/) -2, 3, 4, 5 hyb: Fn-lH-3-/<>X7t*t: 





mmm 3 > 



1 0 1 
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#^tMl2) -£#£3- (-7*-)]s*?-;V) -7 - [3- (4-tf^ue;-;i/ 
) 7njK*$/] -2, 3, 4, 5-fb7l:KD-lH-3-^>X7f^> ( 

o. lig) &;sv%t, mmmi) t.m&G>mftt:fi$z.z.K&v. mmit&m 

1 H NMR (CDC 1 3 , 7U -&^) 5 1.15 - 1.45 (5H, m) , 1.56 - 2.03 ( 
6H, m), 2.53 - 2.67 (4H, m) , 2.70 - 2.96 (6H, m) , 3.49 (2H, s) , 3.63 (2H 
, s), 3.89 (2H, t, J = 6.6 Hz), 6.55 - 6.67 (2H, m) , 6.96 (1H, d, J = 7. 
7 Hz), 7.15 - 7.40 (10H, m) . 
ftmfttitW. C 32 H 40 N 2 0 • 2HC1 • 1.5H 2 0il hX 

ft^i:C, 67.59; H, 7.98; N, 4.93. 

£SMS:C, 67.09; H, 7.86; N, 4.92. 
[0 14 5] 

mmm 4) 

2 - [ (2 jl — As) - 8 - [2- [1 - [ (4-^D D7ii;i/) 

-4 -bf^U P—fr] X. h**s] ~ 2, 3, 4, 5-fh7tKD-lH 
- 2 -sOXT-g^Z/ 2&&& 
lit 1 2 0 ] 




4) T**§£2-[ (2-^^7x-;i/) ^^;i/]~8- [2- (4 - 
\f*Vi/-)l) ih^S/] -2, 3, 4, 5-fh7tFn-lH-2-'<>X 
7i?t?> (250m g ) £Jg^T. HMD £ Hfili©i5Me&*T3 3 t fc <fc »J , &j9 
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fl^ft (289mg) &&fe#£:R»5(ci:bT»fc. 

X H NMR (CDCI3, 6 1.20-1.80 (9H, m) , 1.80-2.05 (2H, m) , 2.27 

(3H, s), 2.75-2.90 (4H, m) , 3.10 (2H, t-like, J = 5.2 Hz), 3.44 (2H, s 
), 3.48 (2H, s), 3.81 (2H, s) , 3.93 (2H, t, J = 6.2 Hz), 6.53 (1H, d, J 
= 2.4 Hz), 6.66 (1H, dd, J = 8.0, 2.6 Hz), 7.04 (1H, d, J = 8.0 Hz), 7.1 
0-7.30 (8H, m). 

7t;I?i##rfii C 32 H 3g ClN 2 0 - 2HC1 • H 2 0 tUT 
ffjSCffl : C, 64.70; H, 7.30; N, 4.72. 
H^Ht:C, 65.10; H, 7.20; N, 4.64. 
[0 14 6] 

7- [3- [1- [ (2-^DD7i-;b) — 4-fcT^U 1/-JI] ?U 

Jj>°^>>] —3— [ (2-*^)V7 3L—J\/) —2, 3, 4, 5 — ^ h^tl 

Kn- 1 H-3— /<>XT-fe*tf> 
[ftl2 1] 



CI 




6) T*#fc3- [ (2-^^;i/^oin;i/) -7- [3- (4 

-tf^U^-;i/) ^nsK#S/] -2, 3, 4, 5-rh7t Kn— 1 H— 3— ^ 

>xnf^> (0. io5g) zm^x, mmmi) nmm^m^no^mz 
j:y, mmit&m (8 5mg) &*fe#m*i:iT#^ 

*H NMR (CDC 1 3 ,7'J -t&S) 8 1.17 - 1.45 (5H, m) , 1.47 - 1.87 (4 
H, m), 1.94 - 2.15 (2H, m) , 2.39 (3H, s) , 2.54 - 2.66 (4H, m) , 2.75 - 2. 
98 (6H, m), 3.53 (2H, s) , 3.61 (2H, s) , 3.91 (2H, t, J = 6.6 Hz), 6.57 - 
6.67 (2H, m), 6.97 (1H, d, J = 7.7 Hz), 7.09 - 7.38 (7H, m) , 7.49 (1H, 
dd, J = 2.2, 7.3 Hz). 

TC3H#tffffl C 33 H 4i clN 2° ' 2HC1 • 2.5H 2 0£ hX 
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# 



tflMI : C, 62.41; H, 7.62; N, 4.41. 
ggftfl : C, 62.58; H, 7.28; N, 4.06. 
[0 14 7] 

mmm e ) 

7- [2- [1- (y'x^;!/^^;!/) -4-^'J5?-^] lh#'>] —3- ( 
7x^f;i/) -2, 3, 4, 5-fb7k Fa- 1 H - 3 -/<>Xy if 

Cftl2 2] 



$%Ii8) 3 - (7x^;i/^f-;i/) -7- [2— 

) xhdfi/] -2, 3, 4, 5t Fn- 1 H-3 — KyXTH t?> (0 

. 2 6 5 g) &Mv^, i:pf«©Sfe^S:fj^i^tc«fcy, ^®<b-a-#? 

(0. 2 3g) ^ife^WilbTffe. 
*H NMR (CDC 1 3 , 7 V -J&fi) 8 1.20 - 1.60 (3H, m) , 1.63 - 1.79 ( 
4H, m), 1.87 - 2.07 (2H, m) , 2.54 - 2.68 (4H, m) , 2.79 - 2.94 (6H, m) , 3 
.48 (2H, s), 3.63 (2H, s) , 3.95 (2H, t, J = 6.4 Hz), 6.55 - 6.67 (2H, m) 
, 6.96 (1H, d, J = 7.7 Hz), 7.18 - 7.40 (10H, m) . 
fbmftffiM C 31 H 38 N 2 0 • 2HC1 • H £ 0£ IT 
ft^H® : C, 68.24; H, 7.76; N, 5.13. 
: C, 67.98; H, 7.88; N, 5.05. 
[0 14 8] 

mmm i ) 

i-(4-tf v *;^/)-5-[i-t FD^r>>-3-[i-(^a:-;i/^^;i/)-4-tf^y v~My°u 
if;i/]-2,3-^bi Fa^r y F-;i/ 3&ifc£ 
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lit 1 2 3 ] 



OH 




1) 3-[l-(7i-;i/^^;i/)-4-tf^U ^;i/]-l-(2,3-$;fc: KD-f > 
^;i/)-l-^D^V > (0.5g, 1.43mmol) £4-? u U \f. V S?>£t&% (0.22g, 1. 
37mmol) CD 1-y^* 7 (5ml) £ N 3 «riajnl»«i¥ Lfc. »S^J±Tf 

- (M^^ ; Wn^)\s-*Z J -;i/=10: 1) lC«fc*J*MSLT. 3-[l-(;7:r 

— ;u^-5 1 ;i/)-4-t:^u ^^;i/]-i-[i-(4-t°u s?;i/)-2,3-^t: Fn>f > K-;u-5- 

^;i/]-l-yn/\V > (0.41g) £ mp 14 5-14 613©M^Ii:Ltf 

o 

X H NMR (CDClg) 5 1.16-1.45 (3H, m) , 1.53-2.04 (6H, m) , 2.80-2.97 (4H, m 
), 3.22 (2H, t, J = 8.5 Hz), 3.49 (2H, s) , 4.09 (2H, t, J = 8.5 Hz) , 7.0 
9 (2H, d, J = 6.3 Hz), 7.20-7.40 (6H, m) , 7.77-7.88 (2H, m) , 8.48 (2H d 
, J = 6.3 Hz). 

2) 1) X'mt^S-[l-(-7 3L—)V^^)V)-A-lf^V V—M-l-[l-(4-¥ V VJl)- 
2,3-^t FO-f> F — fr-5-J)]/]-l-7nA; > (0.2g, 0.47mmol) # J - 
)V^WL (10ml) IC, 7kmit&Vm~f- h U ?A (27mg, 0.71mmol) SritfiLfc. 

U-SaS# (0.19g) 5:i^iilTi^ 0 

X H NMR (CDClg) 8 1.07-1.47 (5H, m) , 1.55-2.02 (7H, m) , 2.79-2.93 (2H, m 
), 3.17 (2H, t, J = 8.4 Hz), 3.47 (2H, s) , 4.00 (2H, t, J = 8.4 Hz), 4.5 
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8 (1H, t, J = 6.3Hz), 7.02 (2H, d, J = 6.6 Hz), 7.05-7.15 (1H, m) , 7.17- 
7.35 (7H, m), 8.38 (2H d, J = 6.6 Hz). 

±m<D7V-i&m& (o.isg) <d*# j -)iT®wL*3mA<D4Mfc&m cmm 
x.*)imm) t^ibi, mmfc&m (o.isg) ^mm^^n^tLxmtco 

ThM-frffi^. C 28 H 33 N 3 0 • 2HC 1 • 1 . 5H 2 0 HLX 
ft^ffi: C, 63.75; H, 7.26; N, 7.97. 

C, 63.79; H, 7.56; N, 7.73. 
[0149] 

mmm s ) 

2-(7i-;Mf;i/)-8-[l-t FD^ri/-3-[l-(7 i )l) -4-tf/^ U V-M 

zfu tf;i/] -2,3,4,5-^ h^t: Kn-lH-2-/<>XTif if > 2.M.W& 
Utl 2 4] 




l-te-^x^l/^^l/M^^.S-^h^b: Fn-lH-2-^>XTizfcf>-8->r;u] 
-3-[i-(:7;t~;i/*f-;i0-4-if^y s;— /i/] -l-zfurts >£M^T, 

o 

*H NMR (CDC1 3 , 7'J-Hi) 8 1.08-1.47 (4H, m) , 1.56-2.00 (10H, m) , 2.7 
8-2.96 (4H, m), 3.12 (2H, t like, J = 5.3Hz), 3.47 (2H, s) , 3.52 (2H, s) 
, 3.86 (2H, s), 4.54 (1H, t, J = 7.1 Hz), 6.88 (1H, s) , 7.11 (2H, s) , 7. 
16-7.40 (10H, m). 

7t:^^*f'fii C 32 H 40 N 2 O • 2HC1 • 2H 2 0£ IT 
ft^S: C, 66.54; H, 8.03; N, 4.85. 
^£$Hfi: C, 66.61; H, 7.89; N, 4.93. 
[0 15 0] 
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3-(7ii;i/^f;i/)-7- [3- [l- [(3-# n □ v * ^M y i?-M -l- 

t Rn3f ^:/nfcf;b] -2,3,4, 5-r t: Fn-iH-3-/<>X7-fe* hf > 
[ftl 2 5] 




OH 



1- [3-(7ain;i/^^-;i/)-2,3,4,5-^ h^t: RD-lH-3-^>Xy-i£kf>-7->f M 
-3-[l-[(3-?Dn7i^)^f^] -4-tf^U ^*^.;i/]-l-yD7W >5:ffiVNT, 
HifeM7) -2) ^HHit©*^^? diilCfc mmit&%)$: mp 126 
-12 7TC©iffe^i: lift, 

h NMR (CDClg) 6 1.08-1.47 (5H, m) , 1.55-2.00 (7H, m) , 2.57-2.68 (4H, m) 
, 2.75-2.97 (6H, m) , 3.43 (2H, s) , 3.64 (2H, s) , 4.57 (1H, t, J = 6.6 Hz 
), 7.02-7.40 (12H, m) . 
7c3fc##Hi C 32 H 39 C1N 2 0- 0.5H 2 Oi:bT 

ff-^fil: C, 75.05; H, 7.87; N, 5.47. 

HJgHfi: C, 75.35; H, 7.59; N, 5.58. 
[0151] 

mmm 1 o ) 

3-(7xlW ^;i/)-7- [1-fc Kn^r S/-3- ?-)\,)-A-\£ y 

~?U MM -2, 3, 4, 5-9- h7t Fn-lH-3-^>XTif fcT> 2^i^ 
[ftl 2 6] 




OH -2HCI 



l-[3-(7i-;i/^f;i/)-2,3,4,5-fh7hFn -lH-3-^ > X T if fc? > -7-> f M 

-3-[i-(7ai^;i/^^;i/)-4-tr^y s;^ ;]✓] -l-yn >£jgv^> HifiW7) 
-2) i:ra«©S|#&^f ^^iijcj: Slft^^^feM^i: lift 
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*H MR (CDClg, 7'J-tl) 8 1.08-1.45 (5H, m) , 1.54-1.99 (7H, m) , 2.55- 
2.67 (4H, m), 2.78-2.98 (6H, m) , 3.47 (2H, s) , 3.64 (2H, s) , 4.57 (1H, t 
, J = 6.6 Hz), 6.99-7.40 (13H, m) . 
TtMftffiM C 32 H 40 N 2 O • 2HC1 • 1.5H 2 0h IT 

ff-JHB: C, 67.59; H, 7.98; N, 4.93. 

gUMI: C, 67.62; H, 7.97; N, 4.71. 
[0 15 2] 
$£teW 1 1 ) 

3-(7x.-)l* *Jl)-7- [3- jl-)V^^JV)-4-^^ U V—M ~?U MM -2,3 

,4,5-^h^t: KD-lH-3-^<>XT-fe*tf> 2i&®E& 
[«12 7] 




•2HCI 



1- [8-(7x-fl/^^)-2,3,4,5-f Kn-lE-3-/OX7^K:>-7->f ^/] 

-3-[l-(7i-;i/^f ;i/)-4-HX'J i?^;V]-l-7°D/V > (0.14g, 0.25mmol) <D 
7?1*UWfM&W. (5ml) }C, h'JX^J/5> (0.32ml, 2mmol) £ % 

if;i/-^?;-A=5o : 1) ici:y«f!8LT, *ja^*©7U-jaa6# ( 

95mg) 5»fcl/T#^. 

*H NMR (CDCI3) 5 1.10-1.40 (5H, m) , 1.48-2.00 (6H, m) , 2.44-2.70 (6H, m) 
, 2.79-2.97 (6H, m) , 3.48 (2H, s) , 3.63 (2H, s) , 6.83-7.10 (3H, m) , 7.17 
-7.41 (10H, m). 
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JtlBO^y-maifr (90m g ) o^^;-;i/M5 2Sl04iSM (BfBftx 
^;W£$Q t'^ILT, *fflft^» (90mg) l:*^ B ™*tLT#fc„ 
TC^^^fffl C 32 H 40 N 2 ■ 2HC1 - 2.5H 2 0il It 
ff-^g: C, 67.35; H, 8.30; N, 4.91. 

C, 67.34; H, 8.38; N, 4.45. 
[0 15 3] 

mmmi 2) 

i-(4-bf u ^;u)-5-[3- [l-fr M-a-hiv *; :=./!/] tf;i/]-2,3-s; 

[flsi 2 8] 




iM7) -1) T'#fc3-[i-(^ai^;i/^5 1 ;i/)-4-tr^i; ^^;i/]-i-[i-(4-n° 

J H NMR (CDCI3, 7'J-i|i) 5 1.10-1.37 (5H, m) , 1.50-2.03 (6H, m) , 2.53 
(2H, t, J = 7.5 Hz), 2.80-2.95 (2H, m) , 3.15 (2H, t, J = 8.4 Hz), 3.4 
8 (2H, s), 3.98 (2H, t, J = 8.4 Hz), 6.90-7.08 (4H, m) , 7.20-7.39 (6H, m 
), 8.37 (2H d, J = 6.2 Hz). 
TtmfttifW. C 28 H 33 N 3 - 2HC1 • H 2 0£ IT 
tfW-W- C, 66.92; H, 7.42; N, 8.36. 
M$kM' C, 67.24; H, 7.71; N, 8.17. 
[0 15 4] 

mmm 1 3 ) 

4-( 7 jc - ?-)l/)-7- [3- [l-(7 ^;i/)-4-t°^ V i?—M y D If -2,3 

,4,5-r h^fc FO-l,4-^>X^-^ri?-if tf> 2^1& 
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3- [i-(:7x— /i/)-4-tf"CU -2, 3 ,4,5-9- 

h^t K^-l,4-^>X^^^•y■-fe*tf>-7-^;l/]-l-^ , D>'^V>$:fl§V^T, 1 

i) tmmowifczftoztizj:*), ii^i^^* B H B M*^ itf fc„ 

h NMR (CDClg, 7'J-Sl) 8 1.16-1.35 (5H, m) , 1.49-1.72 (4H, m) , 1.84 
-2.00 (2H, m), 2.50 (2H, t, J = 7.7 Hz), 2.80-2.92 (2H, m) , 3.08 (2H, t 
, J = 4.4 Hz), 3.48 (2H, s) , 3.64 (2H, s) , 3.78 (2H, s) , 4.06 (2H, t, J 
= 4.4 Hz), 6.80 (1H, d, J = 2.0 Hz), 6.88-7.03 (2H, m) , 7.20-7.36 (10H, 
m). 

7Clfc#*fte C 3i H 38 N 2° " 2HC1 " 1 - 5 h 0il hX 
ff-jMS: C, 67.14; H, 7.81; N, 5.05. 

gUftffi: C, 66.71; H, 7.98; N, 4.66. 

[0 15 5] 

-4-(7i^J^fA)-2,3 1 4 ) 5-f N5t KD-l^-^X^-tf-ift? > 2 
[<fcl 3 0] 




3- [l- [(3-* nn7i-ji/)^f;i/]-4-^'j ^M-i-^-i?!-;^^^- 

2,3,4,5-5=- h^t: Kn-l,4-/<>X>r^rif if If >-7— f ;i/]-l-^n AV >£J^T 
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X H NMR (CDClg, 7'J-ll) 8 1.05-1.43 (5H, m) , 1.51-2.00 (7H, m) , 2.74 
-2.87 (2H, m), 3.08 (2H, t like, J = 4.2 Hz), 3.43 (2H, s) , 3.64 (2H, s) 
, 3.80 (2H, s), 4.07 (2H, t like, J = 4.2Bz), 4.55 (1H, t, J = 6.6 Hz), 
6.93-7.02 (2H, m) , 7.09-7.44 (10H, m). 
TCfS^tfrfB C 31 H 37 C1N 2 0 2 • 2HC1 • 1.5H 2 0£ LT 

mW-M'- C, 61.54; H, 7.00; N, 4.63. 

H^Hf: C, 61.42; H, 6.94; N, 4.62. 
[0 15 6] 

mmmi 5) 

3-[(4-7 J]s*U Z7 3^ — J],)*?- M -7- [l-t FD3f S/-3-[l-[(4-* h^l/V 

)*^-;i/]-4-t?^y v=-M y°u t:;i/] -2,3,4,5-7=- h5t Fu-in-s-^yXTH if 
y zmmte. 

[ftl3 1] 




i-[3-[(4-7;i/^-n7ai^;i/)^f-;i/]-2,3,4,5-^ Fn-iH-3-/<>xy-fe~ 

tf >-7->f -3- [1- [(4-* b 3r ac^;b) ;* *M -4-tf ^ y 

1 H NMR (CDClg, 8 1.07-1.47 (5H, m) , 1.53-1.97 (7H, m) , 2.53 

-2.65 (4H, m), 2.77-2.97 (6H, m) , 3.40 (2H, s) , 3.58 (2H, s) , 3.79 (3H, 
s), 4.56 (1H, t like, J = 6.6 Hz), 6.83 (2H, d, J = 8.1 Hz), 6.94-7.10 ( 
5H, m), 7.15-7.37 (4H, m) . 
jtmfrffiM C 33 H 41 FN 2 0 2 • 2HC1 • 1.5H 2 0i: bT 

it^fg: C, 64.28; H, 7.52; N, 4.54. 

H&MB: C, 64.46; H, 8.01; N, 4.12. 
[0 15 7] 

mmm 1 e ) 

1 1 1 ffilE#¥ 11-3079379 
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7- [3- [l- [(4-* u d 7i-;H * y kd **/-?u tf 

-3-[(4-7;i/^P7x^;i/)^f;i/]- 2,3,4,5-^ h^t: KO-lH-3-/<>XTif tf 
[flSl 3 2] 

OH '2HCI 

3- [1- [(4-? a D7i-^ * ^/i/] -4-tf ^ U -1- [3- [{A-~7 U7il 

-2,3,4,5--^ h7t Fn-lH-3-/<>XTif tf >-7->f -l-^O Si J 

X H NMR (CDClg, ^y-JfeS) 8 1.08-1.47 (5H, m) , 1.54-1.97 (7H, m) , 2.54 
-2.67 (4H, m), 2.75-2.97 (6H, m) , 3.42 (2H, s) , 3.58 (2H, s) , 4.56 (1H, 
dd, J = 5.9, 7.3 Hz), 6.94-7.10 (5H, m) , 7.13-7.37 (6H, m) . 
7G*#*Hi C 32 H 38 C1FN 2 0 • 2HC1 • 1.5H 2 0£ LT 
ff#>fji: C, 61.89; H, 6.98; N, 4.51. 

C, 62.40; H, 7.08; N, 4.00. 
[0 1 5 8] 

mmmi d 

8 - [3- [l- [(3-* n n -7 x. -fr) -4-tf^ y Kn^ £/:/n tf ;b 
]-2-(:7:cn;i/*^;]/)-2,3,4,5-x- h^t: Kn-lH-2-^>XT1f tf> 2&^i£ 

[fl: i 3 3 ] 




3-[i-[(3-?nn7i — ;W * ^ -4- tf ^ y -i-[2-(7x —jv* 

)-2,3,4,5-^ 1-9 1: Kn-iH-2-^>X7ifif >-8-^r;u]-i-^n^v y*m^ 
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A H NMR (CDClg, 7U-M) 5 1.10-1.50 (5H, m) , 1.50-2.00 (10H, m) , 2.75 
-2.95 (6B, m), 3.12(2H, t-like, J = 5.2 Hz) , 3.43 (2H, s) , 3.52 (2H, s) 
, 3.86 (2H, s), 4.54 (1H, t, J = 7.2 Hz), 6.88 (1H, s) , 7.05-7.40 (9H, m 
)• 

rtMftffiM C 32 B 3g ClN 2 0 • 2HC1 • H 2 0£ It 
ff-JMI : C, 64.70; H, 7.30; N, 4.72. 
MWiM : C, 64.91; H, 7.47; N, 4.66. 
[0 15 9] 

mmm 1 8 ) 

7- [3- [i- [(3-^nn 7ii^)^fM -4-tf ^ y V—J\A ?u \f. M -3- (7 ;i/ 

^f^)-2,8,4,5-rN5t Fn -lH-3-^>XT if lf> 2%Eftift 
[ft 1 3 4 ] 




♦2HCI 



3- [l- [(3-? on7i-;i/)^;i/] -4-t^ y P-M -l- [3-(^ ^ ^;b)- 

2,3,4,5-5=- h^t Fn-lH-3-/OXTif fcT >-7->f ;i/]-l-^D ^fcJBV^ 
»Jll) i:|Bf^©^#5:^^^i:lcJ;U. Mft^4fc&fc£#IMK»5fci: L 

h NMR (CDClg, 7'J-tl) 8 1.10-1.40 (5H, m) , 1.50-1.76 (4H, m) , 1.82 
-2.00 (2H, m), 2.45-2.68 (6H, m) , 2.73-2.97 (6H, m) , 3.43 (2H, s) , 3.63 
(2H, s), 6.85-7.10 (3H, m) , 7.14-7.40 (9H, m) . 
TtM-frffiM C 32 H 3g N 2 • 2HC1 ♦ 1.5H 2 0t It 

ftlMS: C, 65.47; H, 7.55; N, 4.77. 

M&tU'- C, 65.17; H, 7.67; N, 4.42. 
[0 16 0] 

mmm 1 9 ) 

7- [3- [1- [(3-? u n 7i-;i/)^f;H -4-tf ^ y ^— t:°;i/] -4-(7i-;i/ 
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[it 1 3 5 ] 




•2HCI 



3- [1- [(3-? U U yai-JV) * -4-tf ^ y V—M -l- [3-(7i-;M 3-Jl/)- 
2,3,4,5-r h^t: Kn-i,4-^>X;*^lJ--fefif>-7->f -i-:/a AV ^fcMV^T 

vxmr=. a 

h NMR (CDClg, 7U-I1) 5 1.10-1.36 (5H, m) , 1.48-1.74 (4H, m), 1.84 
-2.00 (2H, m), 2.50 (2H, t, J = 7.7 Hz), 2.77-2.90 (2H, m) , 3.08 (2H, t 
like, J = 4.4 Hz), 3.44 (2H, s) , 3.64 (2H, s) , 3.78 (2H, s) , 4.06 (2H, t 

like, J = 4.2 Hz), 6.80 (1H, d, J = 1.8 Hz), 6.95 (1H, d, J =8.1 Hz), 6 
.98 (1H, dd, J = 1.8, 8.1 Hz), 7.14-7.38 (9H, m) . 
fcM^^fU C 31 H 37 C1N 2 0 • 2HC1 • 1.5H 2 0£ IT 

tfW-U' C, 63.21; H, 7.19; N, 4.76. 

Hiftfg: C, 63.30; H, 7.17; N, 4.52. 
[0161] 

mmmz o) 

2 - [ *^JU] - 8 - [2 - [1 - [ (3 -*?-)V7ai—;i) 

*^;i/]-4 -tf^U i?—Jl]*-h*rS/]- 2, 3, 4, 5-fh7t FD — 1 H 

[ftl3 6] 



4) T*mt=. 2 - [ (2-*7-)l7^-M *?-M-Q- [2- (4- 
fcf^y x h*ri/1 - 2, 3, 4, 5-fh7tFD-lH-2-^>X 
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yzm^x. mmmi) timm&mft&ftsz. tizzy* mmt^mitn 

! H NMR (CDCI3, 7U-II) 8 1.20-1.80 (9H, m) , 1.85-2.05 (2H, m) , 2.27 
(3H, s), 2.34 (3H, s) , 2.80-2.95 (4H, m) , 3.07 (2H, t-like, J = 5.2 Hz), 
3.46 (2H, s), 3.48 (2H, s) , 3.81 (2H, s) , 3.93 (2H, t, J = 6.2 Hz), 6.5 
3 (1H, d, J = 2.6 Hz), 6.66 (1H, dd, J = 8.2, 2.6 Hz), 7.00-7.30 (9H, m) 

7X,mftffiM C 33 H 42 N 2 0 - 2HC1 • H 2 0 t LX 
ft^-fg : C, 69.09; H, 8.08; N, 4.88. 
: C, 69.57; H, 8.13; N, 4.77. 
[0 16 2] 

8 - [2- [1 - [ (2-^DP7x-Jl/)^fM-4 -tf^U — X h^r*/] 

- 2 - [ (2 -*?-jvy ol-jv) *3-M - 2, 3, 4, 5-rh7tKn-lH 

Utl 3 7] 



CI 




1 4) T#fc2 - [ (2-^^-;i/7ain;i,) - 8 - [2 - (4 - 

br^yy-^) ih^s/] -2, 3, 4, 5-fb7tFn-iH-2-X>x 

*H NMR (CDClg, 8 1.20-1.80 (9H, m) , 2.00-2.20 (2H, m) , 2.27 

(3H, s), 2.80-2.95 (4H, m) , 3.07 (2H, t-like, J = 5.2 Hz), 3.48 (2H, s) , 
3.60 (2H, s), 3.81 (2H, s) , 3.94 (2H, t, J = 6.2 Hz), 6.54 (1H, d, J = 
2.6 Hz), 6.66 (1H, dd, J =8.0, 2.6 Hz), 7.04 (1H, d, J = 8.2 Hz), 7.10- 
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7.30 (6H, m), 7.33 (1H, dd, J = 7.5, 1.8 Hz), 7.49 (1H, dd, J = 7.5, 1.8 
Hz). 

TtMfrffiM C 32 H 3g ClN 2 0 • 2HC1 • 0.5H 2 0 HLX 
ff^MrC, 65.69; H, 7.24; N, 4.79. 
MMk4£:C, 65.23; H, 7.19; N, 4.54. 
[0 1 6 3] 

mmmz 2) 

8 - [2 - [1 - [ (3-^DD7x-;i/)^f;i/]-4-lf^'J i?—)l]3Lh*i/] 
-2-[(2-^^7i-^/) *?-M-2, 3, 4, 5 -r h^t FD - 1 H 
- 2 -^<>XT-fe*tf> 2f£^i& 

[ftl 3 8] 



#%M14) ~Zmtz. 2 - [ (2 -^^)]yy^-JV) *^Jl]-8- [2- (4 - 
tf/<US?-^/) Ih^ri/] -2, 3, 4, 5-rb7t FD-lH-2-^>X 

2 H NMR (CDC1 3 , 7 U -fill) 5 1.20-1.80 H, s) , 3.81 (2H, s) , 3.93 (2H, t, 
J = 6.6 Hz), 6.54 (1H, d, J = 2.6 Hz), 6.66 (1H, dd, J = 8.0, 2.6 Hz), 
7.04 (1H, d, J = 8.0 Hz), 7.10-7.40 (8H, m) . 
jtmfi-ffiU C 32 H 3g ClN 2 0 • 2HC1 • 0.5H 2 0 £LX 
fUMt:C f 65.69; H, 7.24; N, 4.79. 
MMfcM'.C, 65.50; H, 7.25; N, 4.64. 
[0164] 

2 - [ (2 -*r;iy - i - [2 - [1 - [ (2-^f;b7i^) 

l+M -4 -fcT/*y V—M*- b*i/] - 2, 3, 4, 5-rh7tKD-lH 
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Ut 1 3 9 ] 




Me 



##i8) -e#fc2-[ (2-^^;p^x^;i/) >t^;i/]-7 - [2- (4-bf 

*y *;=./!/) :nh3f*/] -2, 3, 4, 5-fb7t FD- 1 H-2-^>X7 

h NMR (CDClg, ^U-i^a) 8 1.15-1.80 (9H, m) , 1.85-2.05 (2H, m) , 2.27 
(3H, s), 2.34 (3H, s) , 2.80-2.90 (4H, m) , 3.05 (2H, t, J = 5.2 Hz), 3.4 
1 (2H, s), 3.45 (2H, s) , 3.79 (2H, s) , 3.96 (2H, t, J = 6.6 Hz), 6.59 (1 
H, dd, J = 8.4, 2.2 Hz), 6.71 (1H, d, J = 2.2Hz) , 6.87 (1H, d, J = 8.0Hz 
), 7.00-7.30 (8H, m). 
[0 1 6 5] 

mmm 2 4 ) 

7 - [2 - [1 - [ (2-*nD7i-^)^f^]-4-^'jy-Mlh^>]- 
2-[ 3, 4, 5-rb7tFD-lH- 

2 -^>xy-tfif > 2ti% 
at 1 4 0 ] 




Me 



##fj8) T?»fc2-[ (2-^jb7i3) -7- [2- ( 4 - fcT 

/*VS*— /V) aih^p*/] -2, 3, 4, 5-fh7tFn-lH-2-'<>X7 

n vyitm^T. mmmi) tmn&mftzfi-oz- tizzy. mmit&®*i&& 

1 1 7 ffiIE4#¥ 11-3079379 



4f 5p 1 0-2 9 54 8 8, 



h NMR (CDCI3, 7'J-lfig) 8 1.20-1.90 (9H, m) , 2.00-2.20 (2H, m) , 2.28 
(3H, s), 2.80-3.00 (4H, m) , 3.06 (2H, t, J = 5.2 Hz), 3.46 (2H, s) , 3.6 
0 (2H, s), 3.79 (2H, s) , 3.98 (2H, t, J = 6.6 Hz), 6.60 (1H, dd, J = 8.0 
, 2.2 Hz), 6.71 (1H, d, J = 2.2Hz), 6.87 (1H, d, J = 8.0Hz), 7.10-7.25 ( 
6H, m), 7.33 (1H, dd, J = 7.2, 2.0 Hz), 7.48 (1H, dd, J = 7.2, 2.0 Hz). 
[0 16 6] 

mmm 2 5 ) 

2 - [ (2-^^7ii;i/) *^/l/]-8-[2-[l-[ (2 -*?-;V7 3L-)\s) 

-4 -trxy z?~M*- h*rt/] - 2, 3, 4, 5-fh7tKn-iH 



Me 




4) -e#£2- [ (2 - ^^;b^oi^;i/) - 8 - [2- (4 - 

tf y^y i?-JV) x. h3f*/] - 2, 3, 4, 5-r^7t:FD-lH-2-/<>X 

rift? >£m^t, mtewi) nmm<Dmft*fioz.}i\z£ *jBft^«js*i 

J H NMR (CDClg, 7'J-M) 8 1.20-1.80 (9H, m) , 1.90-2.05 (2H, m) , 2.27 
(3H, s), 2.35 (3H, s) , 2.75-2.95 (4H, m) , 3.07 (2H, t-like, J = 5.2 Hz), 
3.44 (2H, s), 3.48 (2H, s) , 3.81 (2H, s) , 3.93 (2H, t, J = 6.6 Hz), 6.5 
3 (1H, d, J = 2.4 Hz), 6.66 (1H, dd, J = 8.0, 2.4 Hz), 7.04 (1H, d, J = 
8.4 Hz), 7.10-7.30 (8H, m) . 

jtm&mm C 33 H 42 N 2° * 2HC1 " H 2° tLX 

ttW-M'.C, 69.09; H, 8.08; N, 4.88. 
HJ^-fBiC, 69.30; H, 7.79; N, 4.65. 
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[0 1 6 7] 

mmm2 6) 

2 - [ (2-)lf;i/7i^) **J\A - 8 - [2- [1 - [ (4 -*^)V7 

^^Mxh^ri/] -2, 3, 4, 5-fh5tFD-lH 
- 2 -^>XT-fe*tT> 2J&^f& 
CflS 1 4 2 ] 




4) t#£2 - [ (2 - 8 - [2 - (4 - 

tr^U if— X h^r$/] - 2, 3, 4, 5-fh7t KD-1H-2-/OX 

*H NMR (CDClg, 7';-M)S 1.20-1.80 (9H, m) , 1.85-2.05 (2H, m) , 2.24 
(3H, s), 2.27 (3H, s) , 2.80-2.95 (4H, m) , 3.07 (2H, t-like, J = 5.2 Hz), 
3.46 (2H, s), 3.48 (2H, s) , 3.81 (2H, s) , 3.93 (2H, t, J = 6.6 Hz), 6.5 
3 (1H, d, J = 2.6 Hz), 6.65 (1H, dd, J = 8.3, 2.6 Hz), 7.04 (1H, d, J = 
8.0 Hz), 7.10-7.30 (8H, m) . 
5bJR##H£ C 33 H 42 N 2 0 • 2HC1 • H 2 0 hit 
ff-WM: C, 69.09; H, 8.08; N, 4.88. 
MWiU: C, 69.49; H, 8.00; N, 4.74. 
[0 16 8] 

2 - [ (3-^f;i/7x-;i/) - 8 - [2- [i - [ (2-^f;v7iiM 

i/-Jl]3ih3ri/]- 2, 3, 4, 5-f h5t KD - 1 H 
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Ut 1 4 3 ] 



Me 




1) a -zfU^-m-^ri/Vyil 8 h^rS/- 2, 3, 4, 5 - ^ b ^ t: F 
n - 1 H- 2 -'OXT^^^T, 1 ) , 7 ) 33«fctf##M 
8) e>3£lCj:U, 2-[ (3->f*7i-^/) *7M~& 
- [2- (4 -bT-^U 5? — Xh^ri/] - 2, 3, 4, 5-fh7t:Kn-l 
H _ 2 -/<>X7^>§:v mp 56— 57TC©Mfe*SSi:^T#fe. 
7GiR#*Hi C 25 H 34 N 2 0i:bT 

#HMi:C f 79.32; H, 9.05; N, 7.40. 
H$HB:C, 79.23; H, 8.93; N, 7.39. 

2) 1) T?#£2- [ O-jlWx^) ^^;i/]-8- [2- (4 -t^ 
U^-;i/) Xh3r$/] -2, 3, 4, 5-fl v 7tFD-lH-2 — -K>X7if 

*H NMR (CDClg, 7'J-H1)8 1.15-1.80 (9H, ■) , 1.90-2.05 (2H, m) , 2.33 
(3H, s), 2.35 (3H, s) , 2.75-2.90 (4H, m) , 3.09 (2H, t-like, J = 5.2 Hz), 
3.42 (2H, s), 3.50 (2H, s) , 3.83 (2H, s) , 3.92 (2H, t, J = 6.6 Hz), 6.5 
2 (1H, d, J = 2.6 Hz), 6.66 (1H, dd, J = 8.0, 2.6 Hz), 7.00-7.30 (9H, m) 

KmftffiW. C 33 H 42 N 2 0 • 2HC1 • H 2 0 hit 
tf-JMt:C, 69.09; H, 8.08; N, 4.88. 
HBHfi'.C, 69.16; H, 8.02; N, 4.78. 
[0 16 9] 

mmm 2 8 ) 

2 - [ (3-^f^7i-;i/) *7M - 8 - [2 - [1 - [ (3-^f^7il^) 
-4 -tT^U ^-;i/]x h3f£/] - 2, 3, 4, 5-fh7fcFn-lH 

12 0 £KfIE#¥ 1 1-3079379 
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lit 1 4 4 ] 




Me 



mmmz d-d -emt^2- [ o -^;i/7i^) ^^ ;l/ ]_ 8 _ [2 - 

s;=./b) ih^pj/] -2, 3, 4, 5 -5=- kd- 1 h- 2 - 

*H MR (CDCI3, 7'J-M)8 1.20-1.80 (9H, m) , 1.85-2.05 (2H, m) , 2.33 
(3H, s), 2.34 (3H, s) , 2.80-2.95 (4H, m), 3.10 (2H, t-like, J = 5.2 Hz), 
3.45 (2H, s), 3.50 (2H, s) , 3.83 (2H, s) , 3.92 (2H, t, J = 6.2 Hz), 6.5 
2 (1H, d, J = 2.6 Hz), 6.66 (1H, dd, J = 8.2, 2.6 Hz), 7.00-7.30 (9H, m) 

jbMftffi^. C 33 H 42 N 2 0 • 2HC1 • 0.5H 2 0 £LX 
ff-JHB : C, 70.20; H, 8.03; N, 4.96. 
HSMB:C, 69.90; H, 7.83; N, 4.89. 
[0 17 0] 

mmm 2 9 ) 

2 - [ (3 -*3-;V7 3i — Jl) %*JU\ - 8 - [2- [1 - [ (4 -*3-JV7 aL — Jl) 
*?~M -4 -hf^U h^p*/] - 2, 3, 4, 5-fh7tFD-lH 

[fkl4 5] 



mmM2 7) - 1) -e#^2 - [ (3 -*^JV7 x.-)V) - 8 - [ 2 - 

(4 -tf/^U Xh^p*/] -2, 3, 4, 5 h 5 KD - 1 H- 2 - 




12 1 



ffit£#¥ 1 1-3079379 



#5p 10 — 29548 



h NMR (CDClg, 7V-M.m)8 1.20-1.80 (9H, m) , 1.85-2.00 (2H, m) , 2.32 
(6H, s), 2.80-2.95 (4H, ■), 3.09 (2H, t-like, J = 5.2 Hz), 3.45 (2H, s) , 
3.49 (2H, s), 3.82 (2H, s) , 3.91 (2H, t, J = 6.6 Hz), 6.51 (1H, d, J = 
2.6 Hz), 6.65 (1H, dd, J = 8.3, 2.6 Hz), 7.00-7.20 (9H, m) . 
^mfttitW. C 33 H 42 N 2 0 • 2HC1 • H 2 0 £ IT 
ff-^jt:C, 69.09; H, 8.08; N, 4.88. 
HJgHt:C, 69.53; H, 7.84; N, 4.92. 
[0171] 

mmms o) 

8 - [2 - [1 - [ (2-^DD7 x. —)V) * ^/b] - 4 - If ^ U V—M X. h 3f i/] 
-2-[ (3-^fil/7i-jl/) ^^;U]-2, 3, 4, 5-fb7kKD-lH 
- 2 -KyXTH tf > 2J&^^ 
[flSl 4 6] 



CI 




HS&M2 7) - l) T#fc2-[ (3 -^^-;i/7oi^;i/) -8- [2 - 

(4 -fcf^y 2?— /I/) xhdf*/] - 2, 3, 4, 5-fh7tKn-lH-2- 

*H NMR (CDCI3, 7'J-M)5 1.20-1.85 (9H, m) , 2.00-2.20 (2H, m) , 2.34 
(3H, s), 2.80-3.00 (4H, m) , 3.10 (2H, t-like, J = 5.2 Hz), 3.50 (2H, s) , 
3.60 (2H, s), 3.84 (2H, s) , 3.94 (2H, t, J = 6.2 Hz), 6.53 (1H, d, J = 
2.6 Hz), 6.67 (1H, dd, J = 8.2, 2.6 Hz), 7.00-7.30 (7H, m) , 7.34 (1H, dd 
, J = 7.5, 1.6 Hz), 7.49 (1H, dd, J = 7.5, 1.6 Hz). 
TlM-ft-titM C 32 H 3g ClN 2 0 • 2HC1 • 0.5H 2 0 H bt 
fflMt:C, 65.69; H, 7.24; N, 4.79. 
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H«Hfi:C, 65.41; H, 7.19; N, 4.65. 
[0 17 2] 

mmm 3 1 ) 

8-[2-[i-[ (3-?nn7i-^^f;i/]-4-tf^'j p-M^h**/] 

- 2- [ (3 -*^j]/yx.—;v) *?-M - 2, 3, 4, 5-fh7tKn-iH 

- 2-^>>CTiftf> 2J&^& 
[ftl4 7] 




mmmz 7) — n 2 - [ (3-*^;i/:7a:x;i/) *^-;n-8- [2- 

JV) xh^ri/] -2, 3, 4, 5-fh7t Ko-lH-2- 

: H NMR (CDC1 3 , 7V—1M.S) 8 1.20-1.85 (9H, m) , 1.90-2.05 (2H, m) , 2.33 
(3H, s), 2.75-2.90 (4H, m) , 3.10 (2H, t-like, J = 5.2 Hz), 3.46 (2H, s) , 
3.51 (2H, s), 3.85 (2H, s) , 3.93 (2H, t, J = 6.2 Hz), 6.52 (1H, d, J = 
2.6 Hz), 6.67 (1H, dd, J = 8.3, 2.6 Hz), 7.00-7.40 (9H, m) . 
TtMfrtirW. C 32 H 3g ClN 2 0 • 2HC1 • 0.5H 2 0 hit 
ff^-fitrC, 65.69; H, 7.24; N, 4.79. 
M^U:C, 65.50; H, 7.30; N, 4.59. 
[0 17 3] 

mmw 3 2 ) 

8 - [2 - [1 - [ (4-^DD7i^;i/)^f;i/]-4 -fc°^U is — Jl] I^^i/] 
- 2 - [ (3 -*^;VZ73L—;i) - 2, 3, 4, 5-fh7tKn-lH 
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HJfeM2 7) -l) T#fe2-[ (3-^f;i/7i^) **M-&- C2 - 

^h^ri/] -2, 3, 4, 5-fh7tFD-lH-2- 

X H NMR (CDClg, 7'J-M) 8 1.20-1.80 (9H, m) , 1.90-2.10 (2H, m) , 2.33 
(3H, s), 2.75-2.95 (4H, m) , 3.13 (2H, t-like, J = 5.2 Hz), 3.46 (2H, s) , 
3.50 (2H, s), 3.84 (2H, s) , 3.92 (2H, t, J = 6.2 Hz), 6.52 (1H, d, J = 
2.6 Hz), 6.66 (1H, dd, J = 8.2, 2.6 Hz), 7.00-7.30 (9H, m) . 

7C3R##Hi! C 32 H 39 C1N 2° * 2HC1 ' °- 5H 2° ^ 
3f-3¥ft : C, 65.69; H, 7.24; N, 4.79. 
MWiW. : C, 65.46; H, 7.10; N, 4.54. 
[0174] 

mmw 3 3 ) 

8- [l-t [i-(7x-;i/^f;i/)-4-if^y *j—Mzfu\±M -2-(2-7i 

-;i/X^;i/)-2,3,4,5-^ h^tl KP-lH-2-/<>XT-fe*tr> 2ig&% 
lftl49] 




1- [2-(2-7i-Mf ;i/)-2,3,4,5-f h 7 t KD -1H- 2 -'O XTiftT >- 8 - 

-r;i/]-3-[i-(7ai^;i/>i^;i/)-4-^^u i-:/n/W y £JBv^> 

#9 7) -2) fcra«©4SS^«:ff^ifcJCJ:y, ^{t^H&WM^tb 

J H NMR (CDClg, 7'J-SS) 5 1.07-2.00 (14H, m) , 2.54-2.66 (2H, m) , 2.75 
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-2.95 (6H, m), 3.18 (2H, t-like, J = 5.1 Hz), 3.47 (2H, s) , 3.96 (2H, s 
), 4.58 (1H, t, J = 6.6 Hz), 7.07-7.36 (13H, m). 
rtrnfrffiM C 33 H 42 N 2 0 • 2HC1 - 2H £ 0h bt 
fHUfi : C, 66.99; H, 8.18; N, 4.73. 
: C, 67.01; H, 7.88; N, 4.68. 
[0 17 5] 
HiM3 4) 

7-[3-(i-m^;i/-4-tf^y ^n;i/)-i-t Kn *i/zfu fcf M -3-(z7 ^;i/)- 

2,3,4,5-5^ h^tl Fn-lH-3-^<>XT-^tf> 
[ftl 5 0] 




3-(l-a:^;i/-4-tr^i; [3-(7 i-^/^ f ^-2,3,4,5-f h^H Ko 

-ws-K^xTH^y^-'C )v]-i-z?u/*; >*m^T. mmmi) -2) am 

h NMR (CDCI3) 5 1.06 (3H, t, J = 7.4 Hz), 1.12-1.50 (5H, m) , 1.54-2.04 
(7H, m), 2.35 (2H, q, J = 7.4 Hz), 2.55-2.68 (4H, m) , 2.83-2.98 (6H, m) , 
3.63 (2H, s), 4.51-4.62 (1H, m) , 7.05 (3H, s) , 7.20-7.40 (5H, m) . j^M 
ftffim. C 27 H 3g N 2 0 ■ 0.5H 2 0£ IT 

ff^fit : C, 78.03; H, 9.46; N, 6.74. 
H^Hi : C, 78.20; H, 9.41; N, 6.67. 
[0 17 6] 

mmw3 5) 

3-(7i^^^f^)-7-[3-(i-yn fcf;i/-4-fcf^y t?-;i/)-i-t: Fn^f S/yn tf;i/ 

]- 2,3,4,5-5=- t Kn-lH-3-^>XT1f^> 
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Ut 1 5 1 ] 




1- [3-(7i-;Mf;i/)-2,3,4,5-f h7t: Kn-lH-3-^>XTif >-7--f /I/] 

-3-(i-^d ^-;i/)-i-^dav >£Mv>t, -2) £ 

|f3*§l<Z>^£*?5 3£lC<i:»K mmit&yuZmp 78-80°C tf> H £ LT#£o 
h NMR (CDClg) 8 0.87 (3H, t, J = 7.4 Hz), 1.14-1.94 (13H, m) , 2.07 (1H 
, brs), 2.18-2.30 (2H, m) , 2.56-2.67 (4H, m) , 2.82-2.97 (6H, m) , 3.63 (2 
H, s), 4.51-4.61 (1H, m), 7.05 (3H, s) , 7.20-7.40 (5H, m) . 
^.m^mm C 28 H 40 N 2 0 - 0.25H 2 0i:bT 

ff-JMS: C, 79.10; H, 9.60; N, 6.59. 

HXMI: C, 79.36; H, 9.59; N, 6.68. 
[0 17 7] 

mmm 3 6 ) 

7 _ [3 _ [i-(i-^ f-^x^^)-4-tr ^ u V—M -i-M vu*s/zfu t?;H -3- (7 * — 

/l/**-/l/)-2,3 f 4 f 5-T- h^H KD-lH-3-/<>XT-fe'tf> 
Htl5 2] 




3- [i-(i-^ ^;i/oc^;i/)-4-tr^ y V—nA -1- [3-(? x - ;i/*^-;i0-2, 3,4,5-^- 
Y^m Fn-iH-3-^:vXyiftf>-7-^;i/]-i-ynAV >£JSv^. MM&l 7 ) 
-2) fcBfcCDifcff&tfSifcKJ:*;, *jHft-&«jS:«P 97-99t;<D&t£jf£||£: L 

X H NMR (CDClg) 5 1.02 (6H, d, J = 6.6 Hz), 1.13-1.84 (10H, m) , 1.96-2.1 

5 (2H, m), 2.56-2.73 (5H, m) , 2.77-2.97 (6H, m) , 3.64 (2H, s) , 4.52-4.63 
(1H, m), 7.06 (3H, s) , 7.25-7.39 (5H, m) . 
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jtmftffi U C 2g H 40 N 2 0 • 0 . 25H 2 0 tLX 
#t#Mt: C, 79.10; H, 9.60; N, 6.59. 
HJ^ffi: C, 78.95; H, 9.44; N, 6.57. 
[0 17 8] 

7-[3-(i-^;i/-4-if^y Kn^pi/^n ifM-3-(z7 3L-)i^^-;v)- 

2,3,4,5-5=- h^t KD-lH-3-^>XTiftf> 2&|ft& 
Iftl5 3] 




•2HC1 



3-(l-^;i/-4-lf^y S?— ,«/)-l-[3-(7a: — /i/^^^/)-2,3,4,5-^h5Jl FD 

X7H¥>-7- J jv]-l-7urt J y*m^X. HJfi«7) -2) fcH 

X H NMR (CDC1 3 , 7'J-Il) 8 0.90 (3H, t, J = 7.2 Hz), 1.10-1.56 (9H, 
m), 1.56-2.02 (7H, m) , 2.20-2.33 (2H, m) , 2.56-2.69 (4H, m) , 2.82-2.97 ( 
6H, m), 3.63 (2H, s) , 4.50-4.63 (1H, m) , 7.05 (3H, s) , 7.20-7.40 (5H, m) 

[0 17 9] 

mmm 3 8 ) 

7- [3-(i-T-fe^-;i/-4-^^ y zfu MM -3-(7ii;wf;i/)-2,3,4,5-f 

[^ 1 5 4 ] 




•11CI 



1) 3-(4-tf^U i/-;i/)-l-[3-(7i^^^f;i/)-2,3,4,5-f h5t KD-1H-3 
-^>XTi?b?>-7-^;i,]-i-yn/\V>£fl§VAT. HfiSMi D £ l«U§ttf>glf££ 

^e»3illCj: y, 7-[3-(4-bf/<y ^^;i/)^D^ , ;i/]-3-(7ni-;i / >l5 1 ;i/)-2,3,4, 
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5--r h5 t: Kn-lH-3-^>XTif fcT > (2%gK%) £mp 252-274'C (dec.)tf)4ffi 

J H NMR (CDClg, 7 'J -Si) 5 1.18-1.41 (4H, m) , 1.41-1.69 (5H, m) , 1.78 
-1.92 (2H, m), 2.45-2.97 (11H, m) , 3.31-3.45 (2H, m) , 3.68 (2H, s) , 6.85 
-7.04 (3H, m), 7.24-7.40 (5H, m) . 
7C*##rlS C 25 H 34 N 2 • 2HC1 • 0.25H 2 0£ It 

ItWffi: C, 68.25; H, 8.36; N, 6.37. 

HMffi: C, 68.17; H, 8.33; N, 6.30. 

2) 1) T*mt~7-[2-(4-\f^V *?—JV)7u¥M-3-(7 ^-)\s*^JV)-2,3,4, 
5-7=" h^t Kn-lH-3-^>X7iffcf> (2%it%) HiSM 1 ) £111*11 

vmft zn e> r ^ * y , mmit&vg z mmm^n^. i:ix#fe„ 

X H NMR (CDC1 3 , 7'J-S1) 6 0.95-1.36 (4H, m) , 1.36-1.80 (5H, in), 2.07 
(3H, s), 2.42-2.60 (3H, m) , 2.62-2.76 (4H, m) , 2.87-3.08 (5H, m) , 3.68- 
3.85 (3H, m), 4.50-4.65 (1H, m) , 6.86-7.03 (3H, m) , 7.22-7.40 (5H, m) . 
TtMftffiM C 27 H 36 N 2 0 • HC1 • 3.75H 2 0i: IT 
st^B: C, 63.76; H, 8.82; N, 5.51. 
£lftfl: C, 63.70; H, 7.81; N, 5.48. 
[0 18 0] 

mmm3 9) 

[4-[3-[3-(7:n—;i/*^;i/)-2, 3,4,5-? Kn-lH-3-/<>XTif tT 

>-7-^f;i/] tr;i/]-i-t°^u /HWlfc 2£gfcgL 

[ffcl 5 5] 




Hli3 8) -1) -e#fe7-[3-(4-fcf^U V-)\s)-?U H°;i/]-3-(7 iljMf 
;i/)-2,3,4,5-? h^fc KD-lH-3-^>X7if tf> (2&^&) fc^T, ggjlgftf 

h NMR (CDClg, 7 'J -SS) 6 1.12-1.42 (8H, m) , 1.47-1.74 (4H, m) , 2.00 

12 8 ffifE#^ 11-3079379 
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-2.20 (2H, m), 2.44-2.68 (6H, m) , 2.80-2.98 (6H, m) , 3.17 (2H, s) , 3.64 
(2H, s), 4.18 (2H, q, J = 7.2 Hz), 6.86-7.03 (3H, m) , 7.20-7.40 (5H, m) . 
7ciR^«f« C 29 H 40 N 2 0 2 • 2HC1 • 2.25H 2 0il bT 
fUMfl : C, 61.97; H, 8.34; N, 4.98. 
MMt: C, 61.96; H, 7.86; N, 4.71. 
[0181] 

mmm* o) 

3- (7i-WfW - 7- [ [2 - [1- (^x - - 4 -tX'J 

xf^] X^7 7-Jb] -2, 3, 4, 5-rb7t:FD-lH-3- 

Hfcl 5 6] 




fkfc'O&JI/ (0.082ml, 0.69mmol) ##M 2 3 ) T*#fc 3 - x.=.;\, 
*^Jl) -7 - [ [2- (4 - if^W-JV) X^;i/] 7Jl/77-ib] -2, 3 
, 4, 5 — r- h7t KD - 1 H- 3 -KyX7M\Zy (240mg, 0.63mmol) t.^ 
WttiVV^ (400mg) (DzlZJ-)], (10«l)!»iB?RtCSffi-e?RTLfe. Ml^f*:^ 

57^f- (IM;A^>-iixf;i/=l : l) JCfc UIMSLT. ^M^fb 
^07'J-Iift: (194m*) £mp 88-891C COMfe^^r Lift. 
J H NMR (CDC1 3 ) 6 1.15-2.00 (9H, m) , 2.55-2.65 (4H, m) , 2.80-2.95 (8H, m 
), 3.48 (2H, s), 3.63 (2H, s), 6.90-7.10 (3H, m) , 7.20-7.40 (10H, m) . 

±ffi:7 >J -Iftjltf; (I80m g ) ©x^;-;i/M& 2mA<Dm.^m (x#y- 
^/»«) T^SL, mmVC&m (172«g) £m P 223r (dec.) ©fcil&*gfii:LT 

TCSH^lftte C 31 H 3g N 2 S • 2HC1 • 0.5H 2 Oh IT 

12 9 ffi§E#^ 1 1-3079379 
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ftUffi : C, 67.37; H, 7.48; N, 5.07. 
: C, 67.52; H, 7.35; N, 5.39. 
[0182] 

mffiffl* 1) 

7 - [[2 - [1- C (4-^7DD7i^) -4 - fcT^US?— /I/] 31 

^;i/7 7-;i/] -3- (:7:nn;i/*^;i/) -2, 3, 4, 5 - -7- b ^ t: k 

D- 1 H- 3 -^>XTiftf > 2^i& 
(ft 15 7] 




##M2 3) "??#fe3- (7ii;Wf^/) -7- [ [2- 

-2, 3, 4, 5-r b5t KD- 1 H-3 
X7-fe*fcT> (7'J-Ii#, 240mg, 0.63mmol) 4 - ? D D ^ > U V F 

(112mg, 0.69mmol) £M^T, ^I56M4 0) £ lTO©ffcf£&fT e> 3 t fC <fc *J , & 
Mit^m (204mg) &mp 236X; (dec.) ©^MIillt#fc. 
*H NMR (CDClg, 8 1.10-2.00 (9H, m) , 2.55-2.70 (4H, m) , 2.75 

-2.95 (8H, m), 3.43 (2H, s) , 3.63 (2H, s) , 6.90-7.10 (3H, m) , 7.20-7.40 
(9H, m). 

TbmfitifM C 31 H 37 C1N 2 S • 2HC1 tit 
fff-JMt : C, 63.42; H, 6.87; N, 4.77. 
HgMB : C, 63.82; H, 6.65; N, 5.12. 
[0 18 3] 

mmw4 2) 

7 - [ [2 - [ i - [ (2-^nn7i-;i/) *^;i/J -4 -.tr^u s?— a>] x 
x;i/7>f — -3- -2, 3, 4, 5-fb7tK 

n — 1 H — 3 — s<yX7Hh?Zs 2%K% 
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[ft 1 5 8 ] 



CI 




##M2 7) X-mt^S - -7 - [ [2- (4-t^U^x 

if^] ^;i/7-f-;i/] -2, 3, 4, 5-f b7t: Kn- l H - 3 -Ky 

XTiftf> (^U-l&^flU 200mg, 0.50mmol), £ J: 2 - ^ □ □ /<> PJV?U 
^ F (0.071ml, 0.55mmol) £M^T, il H3$l<Diif£ 5 3 il IC 

^^b^©7U-igS^ (94mg) 
*H NMR (CDClg) 6 1.15-1.80 (7H, m) , 1.95-2.15 (2H, m) , 2.55-2.70 (4H, m 
), 2.80-3.00 (8H, m), 3.59 (2H, s) , 3.63 (2H, s) , 6.95-7.50 (12H, m) . 
±m-7V-i&&& (90mg) (Z)X# ; -)^WL^i 2 ^AcomtTKM (x#y-;i/ 

»*) t«u mmit&m oom g ) =&iftM*»*fctt#fe. 

Tt^^^f-fit C 31 H 37 C1N 2 0S • 2HC1 • 0.5H 2 0£ bt 
ftWM : C, 61.74; H, 6.69; N, 4.65. 
H^Ht : C, 61.58; H, 6.86; N, 4.45. 
[0 18 4] 

mmm* 3) 

7 - [ [2 - [1- [ (4 -^no7x^;b) -4 -fcf^u x 

- 3- (7jqX;1/^^;1/) -2, 3, 4, 5-fh7tF 
D-lH-3-K>X7t*tf> 2&M& 

[ft 1 5 9 ] 



##M2 7) T**§£3- (^aix;i/^^;b) -7 - [ [2- 

;b) if;i/] x;^7^-;b] -2, 3, 4, 5 --r- h^t: Fn- 1 h- 3 -Ky 

Xri£\fy 200mg, 0.50mmol) £<fcl>*4 - ? n □ <y □ 
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UK (89mg, 0.55mmol) &JBV%T, H H#©iftf£ £fT 3 3 iC <fc *J 

, 7 U-fciStt (6lmg) $:^itfi:lt#fe 0 

*H NMR (CDClg) 5 1.15-1.80 (7H, m) , 1.85-2.00 (2H, m) , 2.55-2.70 (4H, m 
), 2.75-2.95 (8H, m) , 3.43 (2H, s) , 3.63 (2H, s) , 6.95-7.10 (3H, m) , 7.2 
0-7.40 (9H, m). 

±337U-J6S# (60mg) <D3L$ ; -;imWL : k2mA<Dmk*m 

T«l, mmit^m (22mg) £mp 225*C (dec.) <Df&&UMi£L btffe 

o 

[0 18 5] 

tfe6feM4 4) 

7-[[2-[i-[ (3-^nn7i-^) -4 -tr^u m 

- 3- (-7ain;i/^^;i/) -2, 3, 4, 5-fh7tKn 

-lH-3-^>X7t*e> 2%EK£ 

[fls 1 6 0 ] 




■2HCI 



#%M3 1) -^#^3- (7x^f;i/) -7 - [[2- <4-bf<*y$?- 
xf;i/] 7;i/*->«/] -2, 3, 4, 5-f h7tFn-iH-3-^>X 

Tiffcf^ (265mg, 0.64mmol) fej:tf3 - ^ n D^>^>7'D ^ K (0.093ml, 0. 

7immoi) zm^x, mmm^ o) ^ ibhh©^*?? e> 3 ^ jc i: *; . mmft&®}(D 

7U-ftS# (251mg) 

X H NMR (CDC1 3 ) 8 1.10-1.40 (2H, m) , 1.50-1.75 (5H, m) , 1.80-2.00 (2H, m 
), 2.55-2.70 (4H, m) , 2.75-2.90 (2H, m) , 2.95-3.15 (6H, m) , 3.42 (2H, s) 
, 3.64 (2H, s), 7.10-7.40 (10H, m) , 7.55-7.65 (2H, m) . 

±SE7U-SI£# (250mg) <dx# J - fr^Wi* 2 ^A^mty^m (x^y- 
frT&W T?*MU mm^rn (225mg) £m P 249°C (dec.) LT 
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7C3R#tffft C 31 H 37 C1N 2 0 2 S • 2HC1 • 0.5H 2 0£ UT 
$fM-U : C, 60.14; H, 6.51; N, 4.52. 
gggMB: C, 60.25; H, 6.27; N, 4.65. 
[0 18 6] 

mmm4 5) 

3- (7i^f^) -7- [ [2- [1- [ (4 UU7 *m 

] -4 -fcf^U x^;i/] -2, 3, 4, s-^h^fciFn 

- 1 H- 3 -KyXTM\± > 2£ggig 

[ft 1 6 1 ] 



##«3 1) T^£3- (7i-^^^/l/) -7- [ [2- 

:n^/l/] *;i/sfcr./l/] -2, 3, 4, 5-rh7fcFD-lH-3-K>X 
y-fe*tf> (265mg, 0.64mmol) £ J:tf4 - # D n"C>S?/l/* n L> K (114mg, 0.71 
mol) fcffiHT, 2U6094O) h H«©Sf^2:ff ^ Zl iC «fc U , ^tgft<&#KD:7 
U-SSStt (255mg) &*|fe^«ji:UT#fe. 

X H NMR (CDClg) 8 1.10-1.40 (2H, m) , 1.45-1.75 (5H, m) , 1.80-1.95 (2H, m 
), 2.55-2.70 (4H, m) , 2.70-2.90 (2H, m) , 2.95-3.10 (6H, m) , 3.41 (2H, s) 
, 3.63 (2H, s), 7.15-7.40 (10H, m) , 7.55-7.65 (2H, m) . 

±ffi7'J-ftl# (250mg) ©l^l J -;vmWL^2mM(D^t7^m J - 

JVmW.) T^It, *fHft-&4& (266mg) £m P 256T; (dec.) (DM^^tLX 

TtM-frffiM C 31 H 37 C1N 2 0 2 S • 2HC1 • 0.5H 2 0£ IT 

fUMt : C, 60.14; H, 6.51; N, 4.52. 

HHHi : C, 60.43; H, 6.45; N, 4.64. 
[0 18 7] 
mmM4 6) 
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n — [[l- (7x-;i/^f;i/) -3- (hU7 

;i/tD7tfW -2, 3, 4, 5 h^t: Kn- l H- 3 -KyXTH \f. y 
- 7 -x;i/*>7^ F 

[ft 1 6 2 ] 



3 - (h'j7;i/ta7tf;i/) - 2, 3, 4, 5 -rh5t FO-1H-3- 
tf>- 7 -x;1/j}nZ1;1/^ n U F (1.50g, 4.39mmol) CON, N — S^y* 

^;i/7}-n;i/At^ F (lomi) [i- (^yztjv) -4 - tr^cy s?-^] ^ 

•^;i/T^> 2*&^i£ (1.34g, 4.83mmol) t b «J If ;i/7$ > (2.02ml, 14.5am 
ol) ©fh7tKD77> (50ml) a^Kl^MTMTUfc. U&yS&^UT* 1 

(i.64g) 

J H NMR (CDClg) 8 1.05-1.30 (2H, m) , 1.30-1.70 (3H, m) , 1.80-2.00 (2H, m 
), 2.75-2.90 (2H, o) , 2.96 (2H, s) , 3.00-3.10 (4H, m) , 3.47 (2H, s) , 3.6 
5-3.85 (4H, m), 5.05-5.25 (1H, br) , 7.20-7.35 (5H, m) , 7.60-7.70 (2H, m) 
, 8.02 (1H, s). 

[0 18 8] 
jM4 7) 

N- [[1- (7ii^^f;i/) -4-lf^y V—Jb] *f;i/] -2, 3, 4, 

5-fh7fcKn- l H- 3 -KyXTiUfy- 7 -x;U/ft>7^ F 

[ft 1 6 3 ] 
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iI094 6) T*f#£N- [ [l- - 4 - tT^ y y^/i/] ;* 

- 3- (h'j7MD7tf^ -2, 3, 4, 5-fh7tKD-lH 
- 3 -'OXTif feT>- 7 -*;i/7fr>T^ F (1.61g, 3.16mmol) fcJg^T, # 
#«2 1) ilfif«l©tSI^S:ff e)3^(Ci:»J, *Hffc£<fo (1.09g) ^fefgSi: b 

h NMR (CDClg) 8 1.05-1.30 (2H, m) , 1.30-1.70 (3H, m) , 1.80-1.95 (2H, m 
), 1.90-2.10 (1H, br), 2.75-3.00 (12H, m) , 3.46 (2H, s) , 4.60-4.75 (1H, 
br.), 7.15-7.35 (6H, m) , 7.55-7.60 (2H, m) . 
[0 18 9] 

MMM4 8) 

3- -N- [ [l- -4 -tr^y 

] -2, 3, 4, 5-fh7tFn-lH-3 -^>XTif kf>- 7 - 

Iftl64] 




-2HCI 



mMM4 7) T'#£N- [ [1- * 
^;i/]-2, 3, 4, 5 --^ h^H Kn- 1 H- 3 -'OXTiftf >- 7 ->WI/ 
^>T^ K (250mg, 0.60mmol) J: fc /<> /I/ (0.071ml, 0.60mmmol) £ 

ft (265mg) iMWtli: ItHfc. 

*H NMR (CDClg) 8 1.05-1.30 (2H, m) , 1.30-1.70 (3H, n>) , 1.80-2.00 (2H, m 
), 2.55-2.70 (4H, m) , 2.75-2.90 (4H, m) , 2.90-3.00 (4H, m) , 3.46 (2H, s) 
, 3.63 (2H, s), 4.50-4.75 (1H, br) , 7.15-7.40 (11H, m) , 7.55-7.60 (2H, m 
). 

-tta^y-^^ (260m g ) ©I;? j ~ ^mwL^ 2%m:<z>m.it7km 
&mm T*mmh. mmit^m (28.3m g ) ^M^pm^m^t^xmr=. 0 
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TtM&lffM C 30 H 37 N 3 O 2 S • 2HC1 • H 2 0 t.LT 
ft^fi : C, 60.60; H, 6.95; N, 7.07. 
£g|M£: C, 60.68; H, 7.15; N, 7.00. 
[0 19 0] 

mmm* 9) 

N — [2- (7i-Wf;i/) -2, 3, 4, 5-fh7t KO-lH-2-^ 
>XTif tf>- 8 ->f;i/] - [1- (7i-^^f;i/) - 4 - if * U ;v] T 
-fe h T ^ K 
[ftl6 5] 




U/b^n U K (143ml, 1.64mmol) [1- - 4 - tf ^ 

VP—JVl WWl (135mg, 0.544mmol)hN, N-i?^f ;i/*M7^ K (fi&MM. 
) (D^h^t:Fn^5> (20ml) ^IC^T'MTbfe^, 1 5#rSH*8 i l/fc. i 
^£^B=T^£bfc^, *rfflbfc@#€:'\*"*> (5ml) T* 2 E!Sfc# L £ „ @ 
ttfc^-h^fc: FP^9> (20ml) JCSjBLfclk #^M3 5) ^#£8-7^ 
-2- (^ni-;i/^^;V) -2, 3, 4, 5-fh7tKQ-lH-2-H>X 
Ti?fcT> (135mg, 0.535mmol) % <fc IF h U X^/l/T ^ > (0.23ml, 1.65mmol) 

7ni/-)AT« ISiSE«:l«ffiTe*f SitCi:*;, *Hft^ (170mg) 

£mp 175-176^(D4ffife^^t bt#fe„ 
J H NMR (CDC1 3 ) 8 1.25-1.45 (2H, m) , 1.60-2.10 (8H, m) , 2.23 (2H, d, J = 

6.6 Hz), 2.80-2.95 (3H, m) , 3.07 (2H, t-like, J = 5.4 Hz), 3.48 (2H, s) 
, 3.52 (2H, s), 3.85 (2H, s) , 7.00-7.15 (3H, m) , 7.20-7.40 (11H, m) . 
^^^f'fii C 3i e 37 N 3 0 • 0.5H 2 0il It 

ff ^.U : C, 78.11; H, 8.04; N, 8.82. 
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H«MI:.C, 77.99; H, 7.60; N, 8.74. 
[0191] 

mmm 5 0 > 

2- (7iiWf;i/) -N- [ [1- (7i^Mf/b) -4-tf^Ui/-;i/ 
] -2, 3, 4, 5-fh7kFo-lH-2-^X7flf>-8- 

[ft 1 6 6 ] 




T*#£2- (7x^;i/^f;i/) -2, 3, 4, 5-fh7tKD 
- 1 H- 2 -^>XT"fe*lf>- 8 (400mg, 1.42mmmolK [1- ( 
7i-Wf;b) - 4 -tf^U **)VT*y 2m.&& (433mg, 1.56m 

mol)£ J;tf h U zn^-Jl/T^ > (0.652ml, 4. 68mmol) (£>N, N — ^;i/3ft;i/A 
7 ^ K (15ml) mmzV^JV&XftV )l*/T- F (0.237ml, 1.56mmol) £^ 

^> = 4 5:5:1) {C J: *J *jfjg LT, flMftl^J (314mg) £m P 148-149^© 

: H NMR (CDCI3) 5 1.20-2.10 (9H, m) , 2.85-3.00 (4H, m) , 3.13 (2H, t-like 
, J = 5.6 Hz), 3.33 (2H, t-like, J = 6.2 Hz), 3.51 (2H, s) , 3.52 (2H, s) 
, 3.90 (2H, s), 6.05-6.15 (1H, m) , 7.15-7.40 (12H, m) , 7.58 (1H, dd, J = 
7.7, 2.0 Hz). 
TC^^ff'fit C 31 H 37 N 3 0 • 0 . 5H 2 0 H L T 

ft^-fil : C, 78.11; H, 8.04; N, 8.82. 

MZfcM : C, 78.38; H, 7.88; N, 9.18. 
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[0 19 2] 
jgflfeffj 5 1 ) 

4- [l- (7i-;^f;i/) -4 - tf^u -2- [3- (7x-;w 

-2, 3, 4, Kn- l H- 3 -/<>XTiftr>- 7 --r;i/ 

] - 2-y^y-;i/ 2111$ 

[ft 1 6 7 ] 




•2HCI 

3- [l- -4 -tr^u -i - [3- (^^— ;i/ 

*^;i/) -2, 3, 4, 5-f b7tKD-lH-3 - /OXTi£kf> - 7 — f 

- 1 -^n/AV > (300mg, 0.64mmol) 0fh7tKn77> (15ml) 
IC lM-^f;i/'jf?A X^l/X-^;!/^ (1.3ml, 1.3mmol) £0°CT*?&T 
Lfc^. 3 OMfftfe. Tjc (1ml) £;&[l*-T, MS£M£ET^£l/fc^> ^ 
gfczk-Mx^l/lc^U @fMx^-;H;-#lffiL£ 0 ^fti^f&TKT^ 

. mmit&m<D7V -m.g& (334m g ) $:iMWtLt#fc 0 

: H NMR (CDC1 3 ) 8 1.00-1.30 (4H, m) , 1.51 (3H, s), 1.55-2.05 (8H, m) , 2. 
55-2.65 (4H, m) , 2.70-2.95 (6H, m) , 3.45 (2H, s) , 3.64 (2H, s) , 6.95-7.1 
5 (3H, m), 7.20-7.40 (10H, m). 

_tfB7U-^a#: (330mg) GDX # J 2 S*©^ft7j<^ (x#y- 
;!/?§?&) T&aSU ^0ft-n% (290mg) £m P 250-253XD tf>$Sfe$£iH£ tt#fc 

o 

jcSt^H C 33 H 42 N 2 0- 2HClhbT 
ft^-fB : C, 71.34; H, 7.98; N, 5.04. 
^§Ht : C, 72.86; H, 7.94; N, 5.27. 
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[0 1 9 3] 

mmM5 2) 

3 - [1- (7x-JWf^) -4 -tf^U -1- [3- (7x^;i/^ 

-2, 3, 4, 5-fh5tFD-lH-3-^>X7tT>-7-^;i/ 
] - 1 -^n/W > ^-^ri/A 
lftl6 8] 




3- [1- (7i-W^) -4 -t^'J -1- [3- 

*^;i/) -2, 3, 4, 5 -r h7h Fn - 1 H - 3 - ^>X7t*tf> - 7 - - f 

- 1 —-Junj >(300mg, 0.64mmol) ©;* # y (180ml) ^^iCHFn 
^f^7^> &mi& (180mg, 2.6mmol), ftSt h 'J (360mg, 4.4mmol) 

(20ml) £;&iix.£^ 5l$Hj&nfR2g36Lfc. ;* # -;i/£^jETg£ L 

8S£a&ET©£LT, mm^m (271mg) Srmp 171 7 1741C LT# 

fee 

X H NMR (CDClg) 8 1.20-2.00 (10H, n) , 2.55-3.00 (12H, m) , 3.53 (2H, s) , 
3.64 (2H, s), 7.06 (1H, d, J = 7.6 Hz), 7.20-7.40 (12H, m) . 
TC^^ff U C 32 H 39 N 3 0 • 0. 5H 2 0 HhX 
siWife : C, 78.33; H, 8.22; N, 8.56. 
: C, 78.30; H, 8.20; N, 8.29. 
[0194] 

mmm 5 3 ) 

3- [1- (7iliWffl/) - 4 - h^U is-Jl] -1- [3- 

-2, 3, 4, 5-fh5tKn-lH-3 tf >- 7 — f;v 



13 9 
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3- [1- (7i-Wf^/) -4 -tf^U -1- [3- (^xn;v 

-2, 3, 4, 5 -t" hvH KO - 1 H- 3 -K>XT-fe'tf> - 7 
-l-^n;V> (300mg, 0.64mmol) 0* # J — (10ml) ?g?£fCfc:F^ 
Vy lTKfD^J (0.126ml, 12.6mmol) £j&Dx.fc^, 3 B||ajnll&3i8E Lfc. * # 

£LT, SSft^f (141mg) £mp 100-102TC©&tfeJgjH bt#t. 
*H NMR (CDClg) § 1.20-2.05 (9H, ■) , 2.50-2.70 (6H, m) , 2.80-3.00 (6H, m 
), 3.49 (2H, s), 3.63 (2H, s) , 5.31 (2H, s) , 7.04 (1H, d, J ^ 7.6 Hz), 7 
.20-7.40 (12H, m). 

7£*#*r« c 32 H 40 R 4 tbT 

ff-JMI: C, 79.96; H, 8.39; N, 11.66. 
Hit: C, 79.51; H, 8.37; N, 11.46. 
[0 19 5] 

mmm 5 4 ) 

2- [3- [1- (7i-Mfil/) -4-^'jy-;H -1- [3- (^x 
-Jl*?;i) -2, 3, 4, 5 - f h5k KD- 1 H - 3 - ^>X7^> - 7 



[ft 1 7 0] 




3- [l- (7i-;Mf;i/) -4 -if^y -1- [3- (7i-ii 

-2, 3, 4, KD-1 H-3-K>XTiftf>-7--f 
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- \ (300m g , 0.64mmol) G>W&. (5.5ml) - h JVny (5.5ml) 

M^-^^IC. VD;^Mi;i/ (163mg, 0.95mmol) J: tFlfftS? 7 > ^ — ^ A (0.5 
5g, 7.1mmol) 12l$rajH8HgSK Lfc. MS&^jET©lfe L ^ 

c #£>n£^S£S/y ^^^A^o^h^^- (JSB§^ ; mm^^-)v 

9 : 1) JC«ky#»LT, aift^*<07'J (313mg) 

J H NMR (CDClg) 5 1.15-1.40 (5H, m) , 1.55-1.70 (2H, m) , 1.80-2.00 (2H, m 
), 2.60-2.70 (4H, m) , 2.80-3.00 (8H, m) , 3.47 (2H, s) , 3.64 (2H, s) , 7.0 
5-7.40 (13H, m). 

±m7V-mm<fr (3iom g ) <dh* j-)imm.Z2mm<Di&<ft7km (^^y- 
jimm t«l, mmit^m (352m g ) &^# H m B H B i:LT#fc 0 

[0 1 9 6] 

HiSM 5 5 ) 

8- [3- [l- [ (3-i/7;7i-^) -4- tf^y zrunOci/] -2 

- [ (4-^;i/^-n :7jq^;p) -2,3,4,5-^ h^t: Kn-iH-2-^>x 



[ftni] 




#%M4 2) 2 - [ (4 -7iWD7ii;b) - 8 - [3 - (4 

-t?Ky^;i/) -^n^S/] -2, 3, 4, 5-fh7kFn-iH-2-/< 
>xriztf:/£mvM:, ilMD i:Hl8©lftf£&*T3£i:K:j: y, 

£mp 97-98°C©^^i: lT#fc, 

J H NMR (CDClg) 3 1.10-1.45 (4H, m) , 1.50-1.80 (7H, m) , 1.85-2.05 (2H, m 
), 2.75-2.90 (4H, m) , 3.09 (2H, t-like, J = 5.2 Hz), 3.49 (4H, s) , 3.81 
(2H, s), 3.87 (2H, t, J = 6.4 Hz), 6.48 (1H, d, J = 2.6 Hz), 6.67 (1H, d 
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d, J = 8.3, 2.6 Hz), 6.95-7.10 (3H, m) , 7.20-7.30 (2H, m) , 7.40 (1H, t, 
J = 7.4 Hz), 7.50-7.60 (2H, m) , 7.65 (1H, s) . 
7C*#*fH C 33 H3 8 FN 3 0£bT 

ft^-fil: C, 77.46; H, 7.49; N, 8.21. 

HJSHS: C, 77.30; H, 7.57; N, 8.21. 
[0 19 7] 

mmm 5 s ) 

3- [[4- [3- [[2- [ (A-7)\,JtU7 a:— /I/) ^^;H -2,3,4,5-r h^t KD 
[ft 1 7 2 ] 



1) T?»fc8- [3- [1- [ (3-i/7;7i-^) *^;i/]-4- 

¥KV y—M-7u7$*i/} -2- [ (4- 7 ;i>7tu 7 iL-ji) -2, 3,4,5- 

7^ S^t Fn-lH-2-/<>XTif tT> (1.8g, 3.52mmol) i:9.8^^^(oi^ 
3- [[4- [3- [[2- [ (4-7WD7i-;i/) -2,3,4,5-5=- h ^ t: Rn 

-i-^>-fe*>^j;i/>J-^i/-f 5 5 s - h (2.i8*)&fcfe$tfrfK«i: lt#fc= 

2) 1) T*#feX^;i/ 3- [[4- [3- [[2- [ (4-7;b^D7i-;i/) j*^- 

-2,3,4,5-^ h^fc: Kn-iH-2-^>X7t*tf>-8->f;i/]t^i/] 
fcf;i/] -1- t^U -l-'Olf^j&^rff* W S-=r- h (500mg, 

0.9mmol) £40* ^f;i/7 5> 10ml) # 7 -/Mgift (10m 

1)$:. ^f>UXfKfrtt*, 120 iCT'3 0»iLfc. »jSE&3*ffi-nce=fe 




NHMe 



14 2 
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4 - mmmm;WFm^K-** j-k- nh4oh = 1:1:0.03) ictyfusu 

h NMR (CDCI3, 7'J-M) a 1.15-1.45 (5H, m) , 1.55-2.05 (9H, m) , 2.75 
-2.90 (4H, m), 2.98 (3H, s) , 3.08 (2H, t-like, J = 5.2 Hz), 3.49 (4H, s) 
, 3.80 (2H, s), 3.87 (2H, t, J = 6.4 Hz), 5.60-^6.20 (1H, br) , 6.47 (1H, 
d, J = 2.6 Hz), 6.66 (1H, dd, J = 8.0, 2.6 Hz), 6.90-7.05 (3H, m) , 7.20- 
7.50 (5H, m), 7.53 (1H, s) . 
7CJR#*f« C 34 H 43 FN 4 0-3HC1-2H 2 0£LT 

ff : C, 59.34; H, 7.32; N, 8.14. 

M^W. : C, 59.27; H, 7.74; N, 8.41. 
[0 19 8] 

mmms 7) 

8- [3- [1- [[3- (4,5-^'b: Kn-lH-2--f ^#VU;i/) 7 3L— )V] 
-4- fcf<y i/— M ZfUi&lci/) -2- [ (4--7;V*UZ7 Js^-M -2,3,4 

.5--T" h^t Kn -1H -2- K>XT-tffcf> 
Mb 1 7 3 ] 



##M5 6) -1) T'^^n:^;!/ 3- [ [4- [3- [ [2- [ (4-7MD7i- 

;i/) -2,3,4,5-7 L h^t Kn-iH-2-/<>XT-fe*t: 0 >-8--f ;u]^-=3p 

*/] zfu \£M -l- bT^y /i/] -l-'Oif s/A^jK^W 3-5*- hi: 

ziT-uzspT^y&m^T. mmms 6) -2) tmiotgff^ff e>3£icj: y 

h NMR (CDClg) 8 1.15-1.45 (5H, m) , 1.55-2.05 (9H, m) , 2.80-2.90 (4H, m 
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), 3.08 (2H, t-like, J = 5.2 Hz), 3.49 (4H, s) , 3.50 (2H, s) , 3.70-3.95 
(6H, m), 6.48 (1H, d, J = 2.6 Hz), 6.66 (1H, dd, J = 8.0, 2.6 Hz), 6.90- 
7.05 (3H, m), 7.20-7.45 (4H, m) , 7.66 (1H, d, J = 7.0 Hz), 7.74 (1H, s) . 

nmftffim c 35 H 43 FN 4 oi: ut 

ffJHt : C, 75.78; H, 7.81; N, 10.10. 
Hlfcffi: C 75.33; H, 7.59; N, 10.05. 
[0 19 9] 

mmm 5 8 ) 

7- [2- [1- [ (2-*?-;i,-7 3l-;v) -4-tr^y p-M^i h^fsy] -2- 

[[2- (h>j7MD^f^) 7x^^]^f;i/]-2,3,4,5-rh7llF0-lH 
-2-^>XT-fe*tT> 2i&ffl& 
[ftl74] 




CF 3 



##M4i) -e#fc2 - [[2 - (h'j7Mo^f;i/) 7ol-M -1 

- [2- (4-tf^U^-;i/) ach^i/] -2, 3, 4, 5 N^fc: Kn - 1 

h NMR (CDClg, 8 1.15-1.85 (9H, m) , 1.90-2.05 (2H, m) , 2.35 

(3H, s), 2.80-2.95 (4H, m) , 3.03 (2H, t-like, J = 5.2 Hz), 3.42 (2H, s) 
, 3.71 (2H, s), 3.74 (2H, s) , 3.96 (2H, t, J = 6.2 Hz), 6.58 (1H, dd, J 
= 8.4, 2.6 Hz), 6.71 (1H, d, J = 2.6 Hz), 6.82 (1H, d, J = 8.4 Hz), 7.05 
-7.35 (5H, m), 7.48 (1H, t, J = 7.4 Hz), 7.60 (1H, d, J = 7.2 Hz), 7.81 
(1H, d, J = 7.2 Hz). 
[0 2 0 0] 

mmm 5 9 ) 

7- [2- [1- [ (2-^7 uuy zl—JV) -4-tf^U P—M m h*i/] -2- 
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[[2- (hU7MD^f;i/) 7i-;i/]^f;H-2,3,4,5-fh7tKD-lH 
[ft 1 7 5 ] 




###|4 1) -e#fe2-[[2- (h'j7MD^f;i/) 7i-Jl/]^f^]-7 
- [2- (4 -Vf/<U Ib^ri/] -2, 3, 4, 5— ^h^t:Kn-l 

*H NMR (CDClg, 7U-i|S) 6 1.20-1.85 (9H, m) , 2.00-2.20 (2H, m) , 2.80 
-2.95 (4H, m), 3.04 (2H, t-like, J = 5.2 Hz), 3.50 (2H, s) , 3.71 (2H, s) 
, 3.75 (2H, s), 3.98 (2H, t, J = 6.2 Hz), 6.58 (1H, dd, J = 8.4, 2.6 Hz) 
, 6.72 (1H, d, J = 2.6 Hz), 6.83 (1H, d, J = 8.4 Hz), 7.10-7.35 (4H, m) , 
7.40-7.55 (2H, m) , 7.61 (1H, d, J = 7.8 Hz), 7.81 (1H, d, J = 7.2 Hz). 
[0 2 0 1] 

mmm e o ) 

2- [1- [2- [ (4-7WD7ii;i/) ^f;i/]-2,3,4,5-fh7kKn-lH- 
2-^>XT1ft?>-8 — f;i/]-3-[l-[ (2-^f^/7x-;V) *^;W-4-if 

y v=-M zfu^V r>] v n y - h y ;b 2ttig 

[ft 1 7 6 ] 



Me 




3- [i-[(2-^f^7i^) *?-M - 4 -trxy -l - [3 

-[ (4-7;i/^-n7xn;i/) ^f;H-2, 3, 4, 5-fh7tKn-iH- 
3 -^>X7iftf>- 7 --r;i.] - i -zfurtj >*m^T, £R 
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X H NMR (CDClg, 7 >;-*&*) 8 1.05-1.40 (5H, m) , 1.50-1.65 (2H, m) , 1.70 
-1.85 (2H, m), 1.85-2.00 (2H, m) , 2.33 (3H, s) , 2.75-3.00 (6H, m) , 3.10 
(2H, t-like, J = 5.2 Hz), 3.40 (2H, s) , 3.50 (2H, s) , 3.87 (2H, s) , 6.90 
-7.30 (11H, m). 

[0 2 0 2] 

mmm 6 1 ) 

2- [(4-7 )V* D Z7 x. -;\y) * M -8- [4- [1- [ (2-* x. — * -4- If ^ 

U ^n^]-2-t: Fn=¥i/-2-^;V]-2,3,4,5-^ h^t Fa-lH-2-/<>X7if fcT 

[ft 1 7 7 ] 



Me 




3- [l-[ (2-^f^7ii;i/) ^fM-4-WJ>^] -1- [3 
-[(4-7MD7i-^/) 3, 4, 5-fh7tKD-lH- 

3 - v<>xr^tf>- 7--r;i/] - i --juaj >zm^x. mmm^i) am 

h NMR (CDClg, 8 1.05-1.35 (5H, m) , 1.49 (3H, s) , 1.50-2.00 

(9H, m), 2.32 (3H, s) , 2.75-2.95 (4H, m) , 3.12 (2H, t-like, J = 5.2 Hz) 
, 3.38 (2H, s), 3.47 (2H, s) , 3.84 (2H, s) , 6.85-7.30 (11H, m) . 
[0 2 0 3] 

mmm e 2 ) 

4- [1- (7i-jWf;i) -4- tf^ y - 1 - [3- (7i-;b^f;i/) 

-2,3,4,5-t" h^t: Kn-1 H-3-^>X7^^>-7->fM -1-79 J > 
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[it 1 7 8 ] 

4- [l- (7iiiWfji/) -4- tf/<y - i - [3- (7i-;wf;b 

) -2,3,4,5-^h^t Fn- 1 H-3-/<>XTif fcT>-7->f ;V] J 
>£JgVxT. H1#J5 3) £|«CDll5fE£?fe>r £iC J: »; % ^t^ffcllM£l£mp 21 
l-215°C(dec.)©^-fe^t ITifc. 

J H NMR (CDClg, 7'J-ll) 6 1.10-1.70 (9H, m) , 1.80-2.00 (2H, m) , 2.35 
-2.70 (6H, m), 2.75-3.00 (6H, m) , 3.47 (2H, s) , 3.63 (2H, s) , 4.95-5.05 
(2HX1/6, br), 5.25-5.40 (2HX5/6, br) , 6.90-7.40 (13H, m) . 
Timfrffim C 33 H 42 N 4 - 3HC1 • 3H 2 0ii LT 

ff j¥4l : C, 60.22; H, 7.81; N, 8.51. 

2&&lig. : C, 60.23; H, 7.37; N, 8.46. 
[0 2 04] 

mmm 6 3 ) 

3-(7i-W ^-;i/)-7- [3-[l-(y x.—JV^^-}l)-A-}^^< y V—M-l-M Kn^r^/ 
yDfc>]-2,3,4,5-fb7t FD-lH-3-^>XT-etf> 
[it 1 7 9 ] 




OH 



3 - [1- (7iiji/^;i) -4- tf^u - 1 - [3- (7 m— 

) -2,3,4,5-^ h5t Kn- 1 H-3-^>XTif tr>-7-W -1-^D/N° 
/>£JB^T, »J7) -2) £|^«®ift#&fT3;i£K:«J:».K mmit-gtM* 
mp 112-113TC^Mfe^i: btffe. 

*H NMR (CDClg) 8 1.05-2.00 (12H, m) , 2.55-2.65 (4H, m) , 2.75-2.95 (6H, 
m), 3.47 (2B, s) , 3.63 (2H, s) , 4.56 (1H, t-like, J = 6.4 Hz), 7.05 (3H, 
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s), 7.20-7.40 (10H, m) . 

7*m&ffim c 32 h 40 n 2 o£; It 

ff#<fit : C, 82.01; H, 8.60; N, 5.98. 
MWtU'- C, 82.18; H, 8.62; N, 5.91. 
[0 2 0 5] 

mmm 6 4 ) 

n-[ [i-(^oi^-;b^^;i/)-4-tf^u V—M ^f;H-3-[(3-^f;i/7i-^/)^f 

-2,3,4,5-^ h^fc KD-lH-3-^>XTiftf>-7-x;i/^>T^ F 2i&&i& 
[ft 1 8 0 ] 




COuucno 



o'^> . 2 HCI 

H^J4 7) -e#^N- [ [l- -4 - t°^u ;* 

^■/l/]-2, 3, 4, 5-fh7tFO - lH-3-^>X7t'lf>-7-7^ 

X H NMR (CDClg, 7'J-IS) 8 1.05-1.70 (5H, m) , 1.80-1.95 (2H, m) , 2.36 
(3H, s), 2.55-2.70 (4H, m) , 2.75-2.90 (4H, m) , 2.90-3.00 (4H, m) , 3.45 

(2H, s), 3.59 (2H, s) , 4.60-4.80 (1H, br) , 7.05-7.35 (10H, m) , 7.55-7.60 
(2H, m). 

Ttm^U C 31 H 3g N 3 0 2 S • 2HC1 • H 2 0il IT 
ff-ffft: C, 61.17; H, 7.12; N, 6.90. 
m%kU: C, 61.52; H, 7.48; N, 7.15. 
[0 2 0 6] 

mmme 5) 

N-[ [i-(^oi^;i/^^;i')-4-bf^U s?— M *?;v)-3-[(4-*3-;]sy ^—jv)*?- 
-2,3,4,5-5=- h^K. Fn-lH-3-K>XTiftf>-7-^;i/3}N>T^ K 



14 8 



11-3079379 



#^2 10 — 295488 



[ft 1 8 1 ] 




HJ&M4 7) t*#£n- [ [l- -4 - tf^u i/'— * 

^;i/]-2, 3, 4, 5-f h5hFn-lH-3 - 'OXTif t^> - 7 ->W1/ 

X H NMR (CDC1 3 ) 6 1.05-1.75 (5H, m) , 1.80-1.95 (2H, m) , 2.35 (3H, s) , 2. 
55-2.70 (4H, m), 2.75-3.00 (8H, m) , 3.46 (2H, s) , 3.59 (2H, s) , 4.40 (1H 
, t, J = 6.6 Hz), 7.10-7.35 (10H, m) , 7.55-7.60 (2H, m) . 

t\%m : C, 71.92; H, 7.59; N, 8.12. 
££StfS : C, 71.51; H, 7.37; N, 8.47. 
[0 2 0 7] 

mrnme 6) 

7- [ [2-[i-[ (2-^nn7i-;i/) **M-4-*f'<V x/i/ 

7T—JI] -3- (7i-Jl/if;i/)-2,3,4,5-f h^b: Kn~lH-3-^>X7 
Hfcl 8 2] 




•2HCI 



##M2 3) T*#£3- (7H^^fjl/) -7 - [ [2- (4-tf^U^- 
i^l/] X^y'T-;!/] -2, 3, 4, 5-rh7t:FD- lH-3-^> 
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h NMR (CDClg, 7'J-M) 8 1.15-1.75 (7H, m) , 1.95-2.15 (2H, m) , 2.55 
-2.70 (4H, m), 2.80-3.00 (8H, m) , 3.59 (2H, s) , 3.63 (2H, s) , 6.95-7.50 
(12H, m). 

jtMfttiTM C 31 H 37 C1N 2 S • 2HC1 • 1.5H 2 0i: VX 
ttJMt : C, 61.53; H, 7.00; N, 4.63. 
H^HB : C, 61.66; H, 7.03; N, 4.69. 
[0 2 0 8] 

mmw 6 7 ) 

7- [ [2-[i-[ (3-^nn7x-;i/) —4— tr^cy x^;i/] 

7 7-^] -3- (7x^Mf;i/)-2,3,4,5-f h 9 tl KD-lH-3-^OXT 
Ut 1 8 3 ] 

•2HCI 

###12 3) T#fe3- (7ain;i/^^;i/) -7 - [ [2- ( 4 - fc^* U 5?=. 
^;i/7 7-M -2, 3, 4, 5 h 5t Kn - l H- 3 
XTi?lf> (7'J-Hi#) &«v*T, Hi£M4 0) £ m&®Mft*ff t> d £ tc 
<fcU, *JH-ffc^i»S:»P 236^(dec.)©&£Jg||t Uffe. 

2 H NMR (CDClg, 7U— 8 1.15-1.75 (7H, m) , 1.85-2.00 (2H, m) , 2.55 
-2.70 (4H, m), 2.75-2.95 (8H, m) , 3.43 (2H, s) , 3.63 (2H, s) , 6.95-7.40 
(12H, m). 

7C3R#*Hi6 C 3i H 37 C1N 2 S * 2HC1 * °- 5H 2 0 ^ ^ T 
ff-JJfl : C, 63.42; H, 6.87; N, 4.77. 

H^HI : C, 63.84; H, 6.74; N, 5.02. 

[0 2 0 9] 

rnmm e s ) 

15 0 ffiSE#¥ 1 1-3079379 



#32 10-295488 



3-(7i-;b^fji/)-7- [[2- [i-(7ii;b^f;i/)-4- tf^y s?r.;i/] x^- 

^J*;!/^ n^/] -2,3,4,5-^ h^fc: Kn-lH-3-^>XT1f kf> 
[ft 1 8 4 ] 




##^2 7) -e#£3- (7.:c =71/* *-/!/) -7 - [[2- 

^;i/7>f- -2, 3, 4, 5-fh7tFn-iH-3-/<> 

XTiftf> (7'J-fif) SrJBV^T, H5gM4 0) £ H#<D^#5rff ? Zl £ tC 
<fcU, *Hft^4fc&&fe#Stt»5fcfcLT»&. 

h NMR (CDClg, 7U-igS) 8 1.15-2.00 (9H, m) , 2.55-2.70 (4H, m) , 2.80 
-2.95 (8H, m), 3.48 (2H, s) , 3.63 (2H, s) , 6.95-7.10 (3H, m) , 7.20-7.40 
(10H, m). 

TimfttifW. C 31 H 38 N 2 0S • 2HC1 • HgOt LT 
tfMU : C, 64.46; H, 7.33; N, 4.85. 
H^ffi: C, 64.18; H, 7.44; N, 4.95. 
[0 2 10] 

mmme 9) 

7- [ [2- [1- [ (3-^dd7x- *?-M p=ljv]^jv]^;v 

[ft 1 8 5 ] 




#t!2 7) "e*§£3- (7xr;Mf;i/) -7 - [[2- 
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)\y) x^-;i/] ^;i/-7^ -2, 3, 4, 5-fh7tFn-i H - 3 -Ky 

X H NMR (CDClg) 8 1.15-1.75 (7H, m) , 1.85-2.05 (2H, m) , 2.55-2.70 (4H, m 
), 2.75-2.95 (8H, m) , 3.45 (2H, s) , 3.64 (2H, s) , 6.95-7.10 (3H, m) , 7.2 
0-7.40 (9H, m). 

[0211] 

mmm i o ) 

3-(-7oi^;i/^^;i/)-7- [[2- [i-(7ocn;i/^^;i/)-4-tf^u V—M 3^?- 
M*)]s*-M -2, 3, 4, 5-7" h7h Kn-iH-3-^>XT1f If > 2i£^J& 
Utl 8 6] 




##0U3i) -e#7^3- (7i-;i/^fA') -7 - [ [2- s?=. 
ji) xf^/] *;i/*x;i/] -2, 3, 4, 5-f>7tFn-iH-3-/<>X 

*H NMR (CDCI3, 7U-S1) 8 1.10-1.35 (2H, m) , 1.45-1.75 (5H, m) , 1.80 
-1.95 (2H, m), 2.55-2.70 (4H, m) , 2.80-2.90 (2E, m) , 2.95-3.15 (6H, m) , 
3.45 (2H, s), 3.63 (2H, s) , 7.20-7.40 (11H, m) , 7.55-7.65 (2H, m) . 
TtMftffiM C 31 H 38 N 2 0 2 S • 2HC1 • 0.5H 2 Oil IT 

ff-^ffi: C, 63.69; H, 7.07; N, 4.79. 

gUMB: C, 64.03; H, 6.98; N, 4.91. 
[0 2 12] 

mmm i 1 ) 

7- [ [2-[l-[(2-^DD7i-;i/) *? — MttMXfl' 

;J>-;i/] -3-(7x^;i/^f;i/)-2,3 ) 4,5-Th7t KD-lH-3-/<>X7t' 
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[ftl8 7] 




##M3 i) x*mt=. 3 - -7- [ [2- (4-fcf^'J^x 

x^;i/] >Ul//ft-;i/] -2, 3, 4, 5-rh7tFD-lH-3-^>X 
Tiffc?>$:Mv^ £HI*il<Z>gl#£^e> r i: ic J: y, mmik&MZ 

h NMR (CDClg, 7'J-tS) 8 1.10-1.40 (2H, m) , 1.50-1.75 (5H, m) , 1.85 
-2.10 (2H, m), 2.55-2.70 (4H, m) , 2.80-2.90 (2H, m) , 2.95-3.15 (6H, m) , 
3.56 (2H, s), 3.63 (2H, s) , 7.10-7.45 (10H, m) , 7.55-7.65 (2H, m) . 
TtiM&Utfe C 31 H 37 C1N 2 0 2 S • 2HC1 • H 2 0il bT 

fflMt : C, 59.28; H, 6.58; N, 4.46. 

Hi^H! : C, 59.24; H, 6.76; N, 4.43. 
[0213] 

mmm7 2) 

2-[(4-7MD7i-ib) -7- [2- [1- ( Z7 —fy* -4- tf 

/<U £/x;i/| X h^f */] -2,3,4,5-^ h^tl FD-lH-2-'<>XT^ r tf > 2& 
Him 
[ftl8 8] 




#%#I4 o) T'ffc2-[ (4-7;i/tn7i-;i/) *^-;v]-7- [2- (4 

-tf^U i/'x;u) x h^ri/] - 2, 3, 4, 5-rh5H KD-lH-2-K> 

15 3 mSE#¥ 11-3079379 
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h NMR (CDClg, 8 1.20-1.80 (9H, m) , 1.85-2.05 (2H, m) , 2.80- 

2.95 (4H, m), 3.08 (2H, t-like, J = 5.2 Hz), 3.46 (2H, s) , 3.49 (2H, s) , 
3.78 (2H, s), 3.97 (2H, t, J = 6.2 Hz), 6.58 (1H, dd, J = 8.4, 2.6 Hz), 
6.70 (1H, d, J = 2.6 Hz), 6.80 (1H, d, J = 8.4 Hz), 6.98 (2H, t-like, J 
= 8.8 Hz), 7.20-7.40 (7H, m) . 
7tii##Hi C 31 H 37 FN 2 0 - 2HC1 • 1.5H 2 0£ IT 
fff-JMt: C, 65.03; H, 7.39; N, 4.89. 
gUMI: C, 65.20; H, 7.51; N, 4.80. 
[0 2 14] 

2- [ (4-7MD7i3) -8- [2- [1- (7x-/],*^;i/)-4^br 

V-M x-h3f */] -2,3,4,5-t- h5t FD-lH-2-/<>XTiftf> 2i& 

[ft 1 8 9 ] 




##D3 9) Tfffe2-[ (4-7Atn7x-^) *^;i/]-8 - [2- (4 
-tr^US?— x^dpS/] -2, 3, 4, 5-fb7tKD-lH-2-^> 

*H NMR (CDClg, 7'J-tl)6 1.20-1.80 (9H, m) , 1.85-2.10 (2H, m) , 2.80- 
2.95 (4H, m), 3.08 (2H, t-like, J = 5.2 Hz), 3.49 (4H, s) , 3.80 (2H, s) , 
3.92 (2H, t, J = 6.4 Hz), 6.47 (1H, d, J = 2.6 Hz), 6.66 (1H, dd, J = 8 
.2, 2.6 Hz), 6.90-7.10 (3H, m) , 7.20-7.35 (7H, ■) . 
7C3R^*flt C 31 H 37 FN 2 0 • 2HC1 • H 2 Oi: L/T 

ff-»H: C, 66.07; H, 7.33; N, 4.97. 

Hl^ffi: C, 66.25; H, 7.59; N, 4.84. 



15 4 



ffisE^ 5 ! 2 - 11-3079379 
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[0 2 15] 

mmm i 4 ) 

2- [ (4-7Mn7i-;i/) -8- [2- [1- [ (s-^^;!/^^^;!/) ^ 

31 b*ris] -2,3,4,5--?- h^fc FD-lH-2-K>X 

[ftl9 0] 




##M3 9) T#fc2- [ (4-7Mn7i-^) - 8- [2 - (4 

-U^y aih^ri/] -2, 3, 4, 5-fh7HKn-lH-2-^> 

X7€e> (^U -*&«#) &MV^ £ Mi(Z)ilf££*fe> r £ K J: 

X H NMR (CDClg, -7V-1M.M) 8 1.20-1.80 (9H, m) , 1.85-2.05 (2H, m) , 2.34 
(3H, s), 2.80-2.95 (4H, m) , 3.09 (2H, t-like, J = 5.2 Hz), 3.45 (2H, s) , 
3.49 (2H, s), 3.80 (2H, s) , 3.92 (2H, t, J = 6.4 Hz), 6.47 (1H, d, J = 
2.6 Hz), 6.66 (1H, dd, J = 8.2, 2.6 Hz), 6.90-7.40 (9H, m) . 
TtB-frffiM C 32 H 3g FN 2 0 - 2HC1 • H 2 0£ LT 
ff-^fit : C, 66.54; H, 7.50; N, 4.85. 
US$11 : C, 66.93; H, 7.85; N, 4.82. 
[0 2 16] 

mmm i 5 ) 

8- [2- [1- [ (3-^7 □ U7zl-JV) ^^;i/]-4-tf^U ^-;H0Qh^rS/]-2- 
[ (4-7MH7i-;i/) -2,3,4,5-T" h ^ fc: Fn-lH-2-^>X7 

[it 1 9 1 ] 




15 5 
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#fM3 9) 2 - [ {4-7 )\s*U7 - 8 - [2 - (4 

-fcf/^Ui;-;i/) iHi/] -2, 3, 4, 5-fh7tFD-lH-2-/<> 

*Sft^fc&#H^S#»*i:l/T»fc. 
X H NMR (CDClg, 7'J-M) 8 1.20-1.80 (9H, m) , 1.85-2.05 (2H, m) , 2.75- 
2.95 (4H, m), 3.09 (2H, t-like, J = 5.2 Hz), 3.45 (2H, s) , 3.49 (2H, s) , 
3.80 (2H, s), 3.93 (2H, t, J = 6.4 Hz), 6.48 (1H, d, J = 2.6 Hz), 6.67 
(1H, dd, J = 8.2, 2.6 Hz), 6.90-7.10 (3H, m) , 7.15-7.35 (6H, m) . 
TcM-frffiM C 31 H 36 C1FN 2 0 • 2HC1 • 0.5H 2 0£ UT 
fUjtft : C, 63.21; H, 6.67; N, 4.76. 
M^W. : C, 63.02; H, 6.98; N, 4.56. 
[0 2 17] 

mmmi e) 

8- [2- (i-Ti2f-;i/-4-hf^y p—;v) acbdp*/] -2- [ (4-7;i/to7i 
-2,3,4, 5--r H5t Fn-iH-2-/<> 

[ft 1 9 2] 



•HCI 

3 9) T?#£2-[ (4-7MD7i-;i/) 8- [2- (4 

-tr^ys;— ^/) ih^j/] -2, 3, 4, 5-fh7tFn-iH-2-^> 

y, mmit&tyzmmt&ttw^tvTmfc. 

h NMR (CDClg, 7'J-fiI) 8 1.05-1.30 (2H, m) , 1.65-1.90 (8H, m) , 2.09 
(3H, s), 2.45-2.65 (1H, m) , 2.80-2.90 (2H, m) , 3.00-3.15 (2H, m) , 3.50 ( 
2H, s), 3.70-3.90 (3H, m) , 3.94 (2H, t, J = 6.4 Hz), 4.50-4.70 (1H, m) , 
6.48 (1H, d, J = 2.6 Hz), 6.67 (1H, dd, J = 8.0, 2.6 Hz), 6.90-7.10 (3H, 

m), 7.20-7.30 (2H, m) . 
TtmftffiM C 26 H 33 FN 2 0 2 • HCI • 2H 2 0£ LT 

15 6 miiE#¥ 11-3079379 
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tflMt: C, 62.83; H, 7.71; N, 5.64. 
H^ffi: C, 63.03; H, 7.58; N, 5.24. 
[0 2 18] 

&mm 7 7 ) 

2- [ (4- y^uy 3L-)\y) *7M-s-[2-[i-{ (2-*?-;v7 3L-;v) * 
?M j;- J iHxh^J/]-2 ) 3 ) 4 ) 5-fh7t Fn-iH-2-/<>X 

Mt 1 9 3 ] 



Me 




#%M3 9) T#£ 2 - [ (4-7^D7i-^) - 8- [2- (4 

-^'jy-fl/) Ibfi/] -2, 3, 4, 5-fh7tKn-lH-2-^> 

*H NMR (CDClg, 7'J-tl)5 1.15-1.80 (9H, m) , 1.90-2.05 (2H, ■) , 2.35 
(3H, s), 2.75-2.95 (4H, m) , 3.08 (2H, t-like, J = 5.2 Hz), 3.43 (2H, s), 
3.49 (2H, s), 3.80 (2H, s) , 3.92 (2H, t, J = 6.4 Hz), 6.48 (1H, d, J = 
2.6 Hz), 6.66 (1H, dd, J = 8.2, 2.6 Hz), 6.90-7.30 (9H, m) . 
ftmfiffiHg. C 32 H 39 FN 2 0 • 2HC1 • H 2 0il bt 
ff^li : C, 66.54; H, 7.50; N, 4.85. 
MMStU'- C, 66.57; H, 7.34; N, 4.61. 
[0 2 19] 

mmmi 8) 

8- [2- [1- [ (2-^0 7i-^) *^;i/]-4-e^U *?=./!/] Xt*3f$/] -2- 
[ (4-7^07x-^) -2,3,4,5— rh^t: Kn-lH-2-/<>XT 



1 5 7 



ffiSE#¥ 1 1-3079379 




###J3 9) T*#£2- [ (4 -7Mn7i-^) - 8 - [2- (4 

-tr^U S>— /!/) Xh**/] -2, 3, 4, 5-rh7t Kn- 1 H-2-^> 

X H NMR (CDClg, 7'J-j£l) 8 1.20-1.80 (9H, m) , 2.00-2.15 (2H, m) , 2.75- 
2.95 (4H, m), 3.09 (2H, t-like, J = 5.2 Hz), 3.49 (2H, s) , 3.60 (2H, s) , 
3.80 (2H, s), 3.93 (2H, t, J = 6.4 Hz), 6.48 (1H, d, J = 2.8 Hz), 6.66 
(1H, dd, J = 8.2, 2.8 Hz), 6.90-7.30 (7H, m) , 7.34 (1H, dd, J = 7.4, 1.8 
Hz), 7.49 (1H, dd, J = 7.4, 1.8 Hz). 
yimfttirW. c 31 h 36 cifn 2 o • 2HC1 • HgOi: IT 
ft^fit: C, 62.26; H, 6.74; N, 4.68. 
HUMS: C, 62.16; H, 7.14; N, 4.53. 
[0 2 2 0] 

mmm i 9 ) 

2-[(4-7Mn7i-;i/) *3-J\A -8- [2- [1- [[2- (>'j7MD^f A 
) 7x.—M*m] -4- tf^U P-M^h^ri/) -2,3,4,5--^ h^t KD-1 

Utl 9 5] 




$#M3 9) T*#fc2- [ (4-7^n7i-M **M-S- [2- (4 
-if^'J^;b) xh^i/] -2, 3, 4, 5 --r t: Fn - l H- 2 

15 8 ffisE#¥ 1 1-3079379 
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*H NMR (CDClg, 7'J-ISI) 6 1.20-1.80 (9H, m) , 1.95-2.15 (2H, m), 2.75- 
2.95 (4H, m), 3.09 (2H, t-like, J = 5.2 Hz), 3.49 (2H, s) , 3.63 (2H, s) , 
3.81 (2H, s), 3.93 (2H, t, J = 6.4 Hz), 6.48 (1H, d, J = 2.6 Hz), 6.67 
(1H, dd, J = 8.2, 2.6 Hz), 6.90-7.10 (3H, m) , 7.20-7.35 (3H, m) , 7.50 (1 
H, t, J = 7.6 Hz), 7.60 (1H, d, J = 7.6 Hz), 7.82 (1H, d, J = 7.6 Hz). 
Kmftffim C 32 H 36 F 4 N 2 0 • 2HC1 • H 2 0£ It 
fUSte: C, 60.86; H, 6.38; N, 4.44. 

C, 60.57; H, 6.37; N, 4.31. 
[0 2 2 1] 

mmms o) 

2 _ [ (4-7;i/^D7x^;i/) -8- [2- [1- [[3- (h'J7MD^f^ 

) 7i-M^fiH -4- tf^'J x h3f S/] -2,3,4,5-^ h^fc Fn-1 

H-2-^>XTif tf > 2J&&& 
Ut 1 9 6 ] 




##M3 9) T*#£:2- [ (4 -7MD7il^) - 8- [2- (4 

-lf/<Ut;n;i/) xbdpt/] -2, 3, 4, 5-fh5tKn-lH-2-^> 

h NMR (CDCI3, 7'J-tl) 8 1.20-1.80 (9H, m) , 1.85-2.10 (2H, m) , 2.75- 
2.90 (4H, m), 3.08 (2H, t-like, J = 5.2 Hz), 3.49 (2H, s) , 3.52 (2H, s) , 
3.80 (2H, s), 3.93 (2H, t, J = 6.4 Hz), 6.47 (1H, d, J = 2.6 Hz), 6.66 
(1H, dd, J = 8.2, 2.6 Hz), 6.90-7.10 (3H, m) , 7.15-7.30 (2H, m) , 7.35-7. 
60 (4H, m). 

Ttmftffim C 32 H 36 F 4 N 2 0 • 2HC1 • H 2 0 £.LT 

15 9 11-3079379 
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• 



fWH : C, 60.86; H, 6.38; N, 4.44. 
MWlU : C, 61.05; H, 6.50; N, 4.20. 
[0 2 2 2] 
mum 8 1) 

2-[ [4- [2- [[2- [ (4- 7MD7i^;i/) M -2,3,4,5-fb7t FD 
- 1 H - 2 - /<> XT if tf > - 8 - J M Tf- dp i/ ] m ^ - 1 - \£ y - ;* ^ ;i/ 

]7i;*S']Bi 

[ft 1 9 7 ] 



##M3 9) Ti#£2 - [ (4 -^;i/^-n^ai^;i/) ;*^-;H-8- [2- (4 
-If A:y a: h=¥£/] -2, 3, 4, 5-fh7kFn-lH-2-/<> 

xriffcr> (7'j-M#) £mvm:. *»jd fej:t;##M2i) ammo* 

: H NMR (CDC1 3 )8 1.60-2.10 (9H, m) , 2.50-2.90 (4H, m) , 3.07 (2H, t-like, 
J = 4.8 Hz), 3.20-3.45 (2H, m) , 3.50 (2H, s) , 3.80 (2H, s) , 3.85-4.00 ( 
4H, m), 4.72 (2H, s), 6.46 (1H, d, J = 2.2 Hz), 6.65 (1H, dd, J = 8.2, 2 
.2 Hz), 6.90-7.45 (9H, m) . 
TtM-frffiM C 33 H 3g FN 2 0 4 • 1 . 5H 2 0 h It 
SUM! : C, 69.09; H, 7.38; N, 4.88. 
Hlftti : C, 68.82; H, 7.22; N, 4.68. 
[0 2 2 3] 

mmms 2) 

2-[(4-7^D7i3) J*^;i/3 -8- [3- [1- ( 7 ^JV) -4- tf 

/^U yD/K^pS/] -2,3,4,5-7=- h^H FD -1H bf > 2 




OCH 2 CQ2H 



16 0 
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* 



Ut 1 9 8 ] 




♦2HCI 



##M4 2) 2 - [ (4-7;i/ta7x-;v) 8- [3- (4 

-If^U S?—/l/) yniK^ri/] - 2, 3, 4, 5-f h7t Kn-lH-2-/< 

X H NMR (CDClg, 7'J-M) 8 1.20-1.45 (4H, m) , 1.60-2.10 (9H, m) , 2.80- 
3.00 (4H, m), 3.08 (2H, t-like, J = 5.2 Hz), 3.49 (4H, s) , 3.80 (2H, s) , 
3.86 (2H, t, J = 6.4 Hz), 6.47 (1H, d, J = 2.6 Hz), 6.66 (1H, dd, J = 8 
.0, 2.6 Hz), 6.90-7.10 (3H, m) , 7.20-7.40 (7H, m). 
7X,mftffiM C 32 H 39 FN 2 0 • 2HC1 • H 2 0il LT 
fflMt: C, 66.54; H, 7.50; N, 4.85. 
HBMg : C, 66.56; H, 7.49; N, 4.78. 
[0 2 2 4] 

mmm s 3 ) 

8 _ [3 _ [1 _[ (3-^D7i3) -4-WJV-M7U7i<*ris] -2 

- [ (4-7^D7i-fl/) ^f;i/]-2,3,4,5-fh7tFn-lH-2-^ 

[-ft 1 9 9 ] 




•2HCI 



#%0>J4 2) 2 - [ (4 - 7;WD7i-;i/) ^^M ~ 8 - [3 - (4 

-fcf^U ^-/l/) ^nsK^PS/] -2, 3, 4, 5-f^7tKn-lH-2-^ 

1 6 1 ffilE4t ¥ 11-3079379 
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h NMR (CDClg, 7'J-tl)6 1.15-1.45 (4H, m) , 1.55-2.05 (9H, m) , 2.75- 
2.90 (4H, m), 3.08 (2H, t-like, J = 5.2 Hz), 3.44 (2H, s) , 3.48 (2H, s) , 
3.80 (2H, s), 3.86 (2H, t, J = 6.6 Hz), 6.48 (1H, d, J = 2.6 Hz), 6.66 
(1H, dd, J = 8.2, 2.6 Hz), 6.90-7.10 (3H, m) , 7.15-7.40 (6H, m) . 
ftmfrffiM C 32 H 38 C1FN 2 0 • 2HC1 • H 2 0^ bT 
ffWfil : C, 62.80; H, 6.92; N, 4.58. 
Hgfttil: C, 62.94; H, 6.76; N, 4.33. 
[0 2 2 5] 

X^;i/ 2-*^;i/-2- [3- [[4- [2- [[2- [ (4-7;i/^07x-^) 
-2,3,4,5-7=- h^H Fn -lH-2-/<>XTif tf>-8->f;i/]^-^ri/] ZfU if)V 

]-i-hf^U i/^;i/]^fM7i-;i/]7°D7i;x- h 2m.m& 

[ft2 0 0] 

X)2Et 



#%M4 2) -£#£2- [ (4-7>tD7x-;i/) -8- [3- (4 

-tf^'J^M 7"n^i/] -2, 3, 4, 5-fh7kFn-iH-2-^ 

*H NMR (CDClg, 7U-JSS)5 1.15-1.45 (4H, m) , 1.17 (3H, t, J = 7.0 Hz) 
, 1.57 (6H, s), 1.60-2.00 (9H, m) , 2.75-2.90 (4H, m) , 3.08 (2H, t-like, 
J = 5.2 Hz), 3.48 (4H, s) , 3.80 (2H, s) , 3.86 (2H, t, J = 6.6 Hz), 4.11 
(2H, q, J = 7.0 Hz), 6.48 (1H, d, J = 2.6 Hz), 6.66 (1H, dd, J = 8.2, 2. 
6 Hz), 6.90-7.05 (3H, m), 7.15-7.30 (6H, m) . 
rt.m&ffim C 38 H 49 FN 2 0 3 • 2HC1 • H 2 0£ LT 
ff-^MB : C, 65.98; H, 7.72; N, 4.05. 

16 2 dJlEf^ 11-3079379 



10 — 295488 



H^ffi : C, 66.05; H, 7.75; N, 3.97. 
[0 2 2 6] 

mmms 5) 

2-*?)V-2- [3- [[4- [3- [[2- [ (4-7;i/tD7x^;i/) * =f- M -2,3,4,5 

-r h5fc Kn-iH-2-'<>Xr^>-8->f M :/ntf;i/] -1-fcT 

[ffc2 0 1] 




:o 2 H 



ilM8 4) 2-^^;i/-2- [3- [[4- [2- [[2- [ (4-:7;i/;*- 

□ *?-M -2,3,4,5-5" h^b: Fn-lH-2-^>XTif tf>-8- 

>f;i/] fcT/H -1- tf^U ^D/W^t- h£ 

X H NMR (CDCI3, 7'J-Si)8 1.10-2.30 (19H, m) , 2.80-3.30 (6H, m) , 3.40 
-3.60 (4H, m), 3.70-4.20 (4H, m) , 6.48 (1H, d, J = 2.2 Hz), 6.65 (1H, dd 
, J = 8.0, 2.2 Hz), 6.90-7.60 (9H, m) . 
fcmfttirm C 36 H 45 FN 2 0 3 • 2HC1 • 4H 2 0t bT 

tfW-m : C, 60.24; H, 7.72; N, 3.90. 

M&fe ' C, 60.22; H, 7.32; N, 3.63. 
[0 2 2 7] 

mmws 6) 

8- [2- [l- [ (4-*/7;7i-^) -4-tf^u v=-nA xf^fM -2- 

[ (2-^fjl/7i3) -2,3,4, 5-x h^fc Kn-lH-2-^>X7^ 



16 3 



aj|E#¥ 11-3079379 




Me 



4) 2 - [ (2-^^7x-^ - 8- [2 - (4 - 

tT/^U2?— xh**/] -2, 3, 4, 5-fh7t Kn-lH-2-^>X 

X H NMR (CDClg, 7U-M) 8 1.20-1.80 (9H, m) , 1.90-2.05 (2H, m) , 2.27 
(3H, s), 2.75-2.90 (4H, m) , 3.07 (2H, t-like, J = 5.2 Hz), 3.48 (2H, s) , 
3.51 (2H, s), 3.80 (2H, s) , 3.93 (2H, t, J = 6.4 Hz), 6.54 (1H, d, J = 
2.6 Hz), 6.66 (1H, dd, J = 8.2, 2.6 Hz), 7.04 (1H, d, J = 8.0 Hz), 7.10- 
7.30 (4H, m), 7.44 (2H, d, J = 8.4 Hz), 7.59 (2H, d, J = 8.4 Hz). 
[0 2 2 8] 

mmm s i ) 

4- [[4- [2- [[2- [ (2-*?-;iy — -2,3,4,5--^ 
\L KD-lH-2-^>XT-fe*tf y-8 — f M*3ris]^M -l-fc^D V—M 

[ft2 0 3] 




Me 



HiSM 8 6) -vmt~8- [2- [1- [ {n-i/yj 7ai-;V) -4-tf^y 

b=3p>>] -2- [ (2-^f^7ii;i/) -2,3,4,5-5^ h^k: K 

n-lH-2-/<>XTiftf> (7'J-|glft) £M^T. ^5 6) -1) £ 
mmoMftZfi? Z£K£ »J, *HflS<&4fc«:"P 103-1041C©&6*gSfcLTfc 

16 4 tBSE^F^ 11-3079379 
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*H NMR (CDClg) 8 1.20-1.85 (9H, m) , 1.42 (3H, t, J = 7.0 Hz), 1.90-2.10 
(2H, m), 2.27 (3H, s) , 2.75-2.90 (4H, m) , 3.07 (2H, t-like, J = 5.2 Hz), 
3.48 (2H, s), 3.53 (2H, s) , 3.81 (2H, s) , 3.93 (2H, t, J = 6.4 Hz), 4.3 
3 (2H, q, J = 7.0 Hz), 6.54 (1H, d, J = 2.6 Hz), 6.66 (1H, dd, J = 8.2, 
2.6 Hz), 7.04 (1H, d, J = 8.0 Hz), 7.10-7.30 (4H, m) , 7.38 (2H, d, J = 8 
.4 Hz), 7.69 (2H, d, J = 8.4 Hz). 
TXlM^mm C 35 H 45 N 3 0 2 • 0 . 5H 2 0 tVX 

ff-^fig: C, 76.61; H, 8.45; N, 7.29. 

gUfrfS: C 76.72; H, 8.13; N, 7.61. 
[0 2 2 9] 

mmm s s > 

4- [[4- [2- [[2- [ (2-*?-)]s7 -2,3,4,5-^ h^t Kn-1 

[-fb 2 0 4 ] 




Me 



HJSM8 7) 4- [[4- [2- [[2- [ (2- * %*f- 

M -2 ) 3,4,5-fh7t Fn-lH-2-/<>XTif fcT>-8->f Mlr*r*/\xJf- 

M -l- if ^ u V—M *=f-M v tryt- 

y (zn* j -jvmm) fefl^T, &MW 5 6 ) -2) £ mft<D9ki¥ *tft> r £ C 

^M^fb^5:mp 1 07-1 081C LTffc. 
X H NMR (CDClg) 8 1.20-1.80 (9H, m) , 1.90-2.10 (2H, m) , 2.28 (3H, s) , 2.7 
5-2.90 (4H, m), 3.07 (2H, t-like, J = 5.2 Hz), 3.48 (2H, s) , 3.51 (2H, s 
), 3.60-4.40 (3H, br) , 3.81 (2H, s) , 3.93 (2H, t, J = 6.2 Hz), 6.54 (1H, 
d, J = 2.6 Hz), 6.66 (1H, dd, J = 8.0, 2.6 Hz), 7.04 (1H, d, J = 8.0 Hz 
), 7.10-7.30 (4H, m), 7.37 (2H, d, J = 8.0 Hz), 7.55 (2H, d, J = 8.0 Hz) 

16 5 ffifiE^ 5 ? 1 1-3079379 
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Ttmftffi « C 33 H 42 N 4 0 • 0 . 5H 2 0 HLX 
ff2MS: C, 76.26; H, 8.34; N, 10.78. 
Iggftjg : C, 76.39; H, 8.13; N, 10.80. 
[0 2 3 0] 

mmm s 9 ) 

8 _ [ 2 - [1- [[4- (4,5-^tl Fn-lH-2->f 

-4-^'Ji/-^]xh^^]-2-[ (.2-*?-)Vy -2, 3,4,5- 

f ixyt kd -iH-2-^>xrif > 
[fb 2 0 5 ] 



HS&M8 7) 4- [[4- [2- [[2- [ (2-^^;i/^oin;i/) j*^ 

/b] -2,3,4,5— r b^t Fn-lH-2-'<>X7^>-8-'f^^^^ 
/b] -1- tT^'J M*^*] - l-'Ot'^^^^^'f^-r- biiai^ l/> 
i/T$y*m^T. HJM5 6) -2) fcHfiiOtftfP5:tT"2>-i:Cfcy- 

-£#f£m P lso-isircDM-fei&Slli: 

J H NMR (CDC1 3 )6 1.20-1.80 (9H, m) , 1.90-2.05 (2H, m) , 2.27 (3H, s) , 2.8 
0-2.90 (4H, m), 3.07 (2H, t-like, J = 5.2 Hz), 3.48 (2H, s) , 3.51 (2H, s 
), 3.78 (4H, s), 3.81 (2H, s) , 3.93 (2H, t, J = 6.2 Hz), 6.54 (1H, d, J 
= 2.6 Hz), 6.66 (1H, dd, J = 8.0, 2.6 Hz), 7.04 (1H, d, J = 8.0 Hz), 7.1 
0-7.30 (4H, m), 7.36 (2H, d, J = 8.0 Hz), 7.52 (2H, d, J = 8.0 Hz). 

jbm^mm c 35 h 44 n 4 o£i,t 

ff-UMB : C, 78.32; H, 8.26; N, 10.44. 
MWiM : C, 78.30; H, 8.12; N, 10.45. 
[0 2 3 1] 

mmmi v9*fe&fuBgfiftMfla#fc (3T3-L1) feffiV^ flm»«MBWT?g>c AM 




Me 



16 6 
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• 



mrnW (3T3-L 1) £M^T&!tfLfc. "T&fct., 3T3-L IMS: 9 6 
?;n;i/V>f *D#-f hKffimh (1 0, 0 0 OJWflB/tfai/l/) . zr> 

MC&££-e5~6 HfSig#Lfc. 3 > :7;i/:n> h JcSt LT^ £ 7 2 1$ 
ISU&*bfc«tC, ±gBffc^«f (I) (10" 6M , 10" 7 M, 10~ 8 M, £J:tfl<r 9 M) fcSs 
JUL, 3 7T31CT4 0»gL-fc (100/tl /^i^/) . IHJte S: 4 1C CD U > 
K««**e3|a^ft f 0. 1 NifiBft&iDit., 9 5TCICT1 O^tibfc. # 
^x^/3^& 2 5 n 1 -fr^f* U y ^x-xAbf — x>if>f A*>f y 

yfe>f-3fyh (^>fv>^ >/\°--*±$g, USA) f*M©T vfe-Y itt 

ffil£7 5 # 1 tC?§£¥U -?-C0e»t.C05 0 fi 1 * J V-y?)\/£.l,T±.m*V 

<< blZ, ±m<DVy7A (50/tl) , JifB^y bttm<DV4 ? V v 

^x-xAbf- • (50M) £<fctf-hl33f y h#MCD1*->f * y y ? 

i-i^f- • tf-fr^rSift (5 0 At 1) £§SflDU, gfiKlT 1 8B$ff9#gL£. 

&#?£-e 4 [si&?£ (4 o o i/?x;i/) Lfec &fc, 

»tfcffc'&8f«:10"" 6M f 10" 7 M, 10~ 8 M, &&TflO~ 9 mMlsfct£<D, 

#s camps &m ic^-t, m.m$4\m(Dm%k<D s Ei%mT*2bz> a tt=., a>hn- 

©ANOVA^T'ffofe. 
(*p<0.05 vs control) 



16 7 
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Jigfl*«l*)c AMP 


mfe (pmo 1/ml) 
















mm 








10-"M 


10- S M 


lO-'M 


□ >hn- )V 


6 


46. T 


16.9* 


13. V 


8. V 


2. 7 


7 


'17. 8* 


5. 5' 


2. r 


1. 8 


1. 0 


8 


43. 0* 


u. r 


9. 1 


8. 5 


5. 6 


12 


260. a* 


455. 0' 


8. 7* 


3. 9 


1. 5 



[0 2 3 2] 

(1) 7- [2- [l- (7i-^^f;v) -4-tr^u^--n/] 

_ 3 _ ( 7l 3^^) -2, 3, 4, 5-fh7tFn-lH-3-^X 
7 if If > 2fe»SL (HiM6©jb^i) 

1 g 

(2) %m 19 7g 

(3) h^nn^ 5 o g 

(4) ^fT'JVivn^^A 2g 

1 g<Z>±SE (1) . 19 7g©±fB (2) ^2 0gfflb^D3>>II&5: 

S8MtU itiJc l 5 g(D hVtuziS/m&Z 2 gtf>JtSS (4) Ztiax.. 

3 mm©ii2 0 0 Ofi&SSSSLfc. 
[0 2 3 3] 

(i) 7- [2- [l- (7x^;^f;i/) -4-bf^u^-;^] xh^>] 

-3- (7i-;Mf^) -2, 3, 4, 5-f h7tlKn-lH-3-K>X 
7 if If > 2%H% CHJSM 6 (Dit&m) 

2 g 

1 6 8 ffil£*l¥ 11-3079379 
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( 2 ) 9L«6 1 9 7 g 

(3) b-J^nn^li 5 0 g 

(4) ^ryy^iv^i/^^ 2g 

2 g<D±m (1) , 19 7 g(D±IB (2) 2 0 g<D h tf*E D 3 

^*QU 1 5 g© h^^nn^HS^t 2 5ml (Dikfr <oft-D 7*. hHH^jK 

®KtffcU £*xtc l 5 g© h<J=EDni/iii: 2 gtf)_fcfB (4) fein*. *g-ir^ 
&ffitt£SI«*effll6LT, g££U^SfcU±fE (1) &1. Omg^tSti 
3 mmWmMZ 0 0 Ofi%J83tbfe. 
[0 2 3 4] 

mmms 

(1) 7— [2- [1- (7i-^f^ — 4-tf^'J 27— /I/] ih^M 
-3- (:7jl— -2, 3, 4, 5-rb7hKD-lH-3-/<>^ 



2 5 g 

( 2 ) JL«f 8 0 g 

(3) htf*ED3*/»» 4 2 g 

(4) Z)\,>?m% 3 g 

(5) XfT'J>iv^i"5A 0. 5g 



2 5 g<D±m ( 1 ) , 8 0 gOO_tfB (2) fcJ:tf21gtf>h ^Da«5: 

*MfcU 3tllC 1 1 gtf) h^^nnS/IRI&fc 3 g0±m (4 ) fc«fcl50. 5g© 
±m (5) *g£*fcffittl£^«T*ffll«LT, 1 61 »; Jtffi (1) 

£ 2 5mg^-r*l!tf£3 mmMl 0 0 0fl:^Ibfe o 

[0 2 3 5] 
jg^M4 

(1) 7- [2- [1- ( 7 Xh^rS/] 
-3- (7i-;Wf/l/) —2, 3, 4, 5-f h7tFn-lH-3-^>X 

5 . 0 m g 

16 9 ffiSE#¥ 1 1-3079379 
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(2) SL* 



6 0. Omg 



(3) by=EUZlisMm 



3 5. Omg 



(4) 



3 . Omg 



(5) WJ^^i/^A 



2. Omg 



5 . Omg <D±B ( 1 ) > 6 0 m g ©±ffi (2) <fc 3 5 m g C0±g2 ( 3 ) 
0>*g-£^$: 1 0%if^^>7K^0. 03ml (t*7f >hLT3. Omg) & 
ffiV\ 1 mm* yi/=L (DffiZM. LT«fitftUfcfiU 4 0iCT«bm Stf^ 
ifibfc. »e>tlfc*«!«:2. Omg£>JtSE (5) £»-&U ffilfc #e>*l£ 

[0 2 3 6 ] 

(I) BBJte#*MEiifttB, l»m£te3I«sJB, 



17 0 
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# 
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mm] 



A^&gi«5:*bTVNT4i> J:V^>1?>St -L-fcfc-O-. -NR 

3a -, -S-, -SO-. -S0 2 -f, RUT^mm^t^itn^ 

£^bTV>T^<fcV^i}igtS. X O, S. SO. S0 2 f, k. m\Z 
0-5. l<k + m<5. ] T^Sti*ft'&i»*fct«©«tttJ»jS^li3if^ffl€: 
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irnEmmi 

[f^IA] 

[»JB!l.#-3] 
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000002934 

*KJ&*&ifJ4»*E£te*riaTg l # l # 
100073955 

*KJ&*&rfjae/riE+H#im2TB l 7#85# 
100110456 

^PMAPW^;ilE-t=*WJ-TB 1 7#8 5# 



l 
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m 



ffi m a 



|g'J## (00 0 0 0 2 9 3 4] 

1 . ^J£^ H 1 9 9 2^ 1B22B 

& m *mm*m-mtp$:&MmmwTM i#i 
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